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(57) Abstract: Adenine derivatives 
represented by the following general 
formula (I) wherein X represents NR^ 
(wherein represents hydrogen or Ci.j 
alkyl), etc.; R^ represents optionally 
substituted alkyl, etc.; represents hy- 
droxy, etc.; and Y represents an optionally 
substituted aromatic heterocycle, etc.; 
tautomers thereof or pharmaceutically 
acceptable salts thereof; and drugs such 
as interferon inducing agents, antiviral 
agents, anticancer agents, type 2 helper T 
cell-selective immune response inhibitors, 
antiallergic agents and immune response 
controlling agents containing the same as 
the active ingredient. 
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m m m 

z.n^x^ yi^~y:Ln>m^i^m'&W-DMthx\t. )V7.^mo§E.m 

^^(D-:^m.WM. 4^ 'J (I) :3}?'J (C) ^•^^)-):iM^^z^V-ht^E0^^ 

•tv/ym. t!U5>^/>®> Tyvy^yymn.E%'Di)^<D%o:>i)mn-^nx 

^tci)^ (Mayer. G.D.. et al. : Science, 1970, 169, 1214^ Nichol, F. R. , et a 
1. : Antimicrob. Agents Chemother., 1976, 9, 433 , Stringfeilow, D. A. , et 

al. : Antiiicrob. Agents Chemother., 1991. 15. Ill ) > ^M^^ifi^<. 
^\^t^(DM^(Dtz^mM^at.\^X(DWi^\tm^^nx^tc (Relter, E A. , et 

ai. : J. Leukocyte Biol. 1994, 55, 234) „ SiJ®i£^^-r >^-7x P 

m%t\^x. -r syy+y u >^^#:-eab^R-837 (-ys^^f) 'b^e»nTVi 
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^•^^ (EP 145.340) . R-837©-r >iS'-7xO>g|^^'l4«<£<, mi^motci^ 

x.u>mmi^mi)^^^^t^M.\^\^rc (W099-28321) o bj&^b. ^n^oit^^ 
^•^ti^D-^ yizit-^ y^-u-i^iry-i (IL-2) ^-r >iS'-7xn>-r 

(IFN-r) ^^/&^'$>D. mmM^^^M±^n^h(Diz\t. -l'>^-U'i'^r>-4 
(IL-4) ■f'-r ^iS^-o-f ^>-5 (IL-5) ^^:^^$>^o Thim-^-f htl^ >U-^^ 

#(clL-4aBM{;:lgEfet#:©jg^^M#^-frse*^. Th2ifflJ3g©^jbli5ilf^ffl* 

wiH^K^atc^^. ^mcisomM^. xueo^-ovt. 
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( 1 ) ( I ) : 



"T. XitmnU'f^mL ;KHt. < mm^h< 

tkms, E^mm--W7 y)V:t^yM. x\tmmm^8o^7)vzi 

„ ] •r:^-^n^7j^:=.>mM^^L<n^(DK^miii^xit^ti'o(om^mizt^ 

(2) mm-^^ (I) {c*5ViT, m^^mm^&<D7jv^)v&. ^mm-^so) 

(3) mm-WL^ (I) JC:feliT. R»;&^j0?^i(l~6©7;i^^;i^«Tfe-g,MfB (1 
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) x\t (2) izmmoit^mo 

(4) MfB-is^ (I) izi^if^x. mr^$>^mm (i) ~ (3) oii-rn 

(5) WIB-^it (I) fc^SViX. m^M^T$.^MtE (1) ~ (3) (D 

(7) WfH-^SC (I) lc:43ViT, Y>&^. #^*^^b<tiBm®:^7i5'I/>SX 

{ieM^b<tt#«M<^5";r7x>^T*-5BUiB (1) ~ (5) ©li-rtDO^fClB 

i~3^fiEit0Micwt-§i^fB (1) - (6) (D^^-fm^izmno^it-^mo 

;i/ST-feD> Wjm&x'^^^mti (1) ~ (6) . (8) m^irtnt)^zmm<D 

(10) mm x«msji^T'2b^ o) iBm^-fb^tio 

(1 !)• isfB (1) ~ (1 0) (Dif^-rnTii^zBmo^it^m^^m^^ft^mm 

o 

(12) luE (1) ~ (10) ©vi-rn/&^(^i3a©'fb^ti^#M^it--i>-r> 
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(13) mm (1) ~ (10) (D\,^-rm^iz$m<oit^m^^M^tt^tn.o 

(14) mm (1) ~ (10) (D\,^irni)^\zmm<Di[:^m^^m^^tr^t}iB 

Mo 

(1 5) mm (1) ~ (10) (D\,^tm-^\zmm(Dit^m^^iij)^^t'r^^^ 
„(i 6) mm (1) ~ (10) (Di^rm^izmmo^it^m^^M^^t-r^^T 
(17) mm (1) ~ (10) m^rnti-^\zmm(Dit^m^^^m^t'r^^^ 

— is^c (I) iz^^^T. vizid^if^rji^jvm. rjv^:=.)v&^rcU7)v^:=- 

2-ynt°;WS. l-7'5^;i/S, 2-7^5^;va. 1-^>5"JVS> 2-^>5^;i/S> 
l-^^->Jl/», 2-A=^->Jl/S. l-'sy^Jl/S^ 2-^y5^;P*. :t 

2-/5^;i/:/Dtf;i/S, 2-;<5";i/:/5^;^«, 3-^^}V^^)vm. 2-^5^ 
;i/^>5^;i/S. 3-p<^;p^>^>'i^S> 4-p^5^;i'^>5^;V'S^ y<^)V^^zyjP^. 
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. 3-t: KD^i/ypbfJVgv 1-k Hn^v:/^J1/S, 2-t: Ka^v7*5^;i/S. 3- 
2-xh^^X5^;i/S. 3-xh^>'7'ok°;i/^<i:;^/^*^tf 6n-5o 



UT«, 7xXjVS, l-^^^jl'S, 2-^75';i/a> 2-l:U>?;l/S, 3-t°Uv;i/ 
4-k:°Ui^;PS> 2-li7vx;i'S. 3-t°^>^x;PS, 2-lf U 5 yx;i/S, 4-t! 
U^S^x;!/^. 5-t°U^vx;bS. 2-7«j;WS> 3-7'J;l/«, 2-5^xx;i.S. 3- 



, AD>j7*>jI^, 75/*, ^^ic2~8©v7;Wl/75y», ^mmi~4CD 
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/SiLTfi. >^p<5";i^T$yS. vx5^;i.75ys. >?ypt:;i/7^y 



^ ^R' JC*3 ft 7 U S 7t «^ x □ 7 U i: L T fi. 2-;^ 

5^;i/7xx;v^. S-p^^^;!/^^^;!/^, 4-/5^;i/7xx;i'^, 2-x5^;i/7xx;v 

3- x5=';i/7xx;i'S. 4-x5^;V7xxjPS. 2-7'oh°;i'7xx;i/S. s-^n 
tf;i/7xx;ws. 4-7'Ptf;i/7xx;i<'S, 2-i'y 7°Dtf;i/7xx;i'S, s-fyy 
otf;i/7xx;i/S, 4-f v7'Ptf;i/7xx;i/*, 2-75";i/7xx;i/S, 3-75^ ;v 
7xx;^S^ 4-75^;i/7xx;vS. 2-^ ou7xx;i/S, s-i^ no7xx;i/g. 

4-^:7 OP 7xx;i/S, 2-7;i':tP7xx;i/S, 3-7;U:tP7xx;i/S. A-yjV:i- 
D7xXJl/S. 2-^ h^>'7xX;VS. 3-^ h^S/7xX;i/S» 4-^ h^rS/7x 

jijPS, 2-xh:^->7xx;i/^, 3-xf4^v7xxjpx, 4-xh^>'7xx;k 
, 2-7P>i}^^>'7xx;i<'S. 3-7'P5j^^>'7xx;uS. 4-7°P4^^>'7xx;k; 

, 2-'f V7P>i^^v7xXJl/S. 3-r y7°P5i^^S^7xx;i/S, 4-'rv7'P5j^+ 
'>7xX;^S^ 2-7>=^->7xX;l/*. 3-7h4^'>7xX;i/S, 4-7>^S/7x 

x;i/S. 2-^5^;i/7sy 7xx;i/S. 3-p^5^;P75 y 7xx;i/S, 4-^5^;V7^ 

y7xx;i^S, 2-X5^Jl/7^ 7 7xx;WS, 3-X5^;!/75y 7xx;i/S. 4-X5^ 
;^75 7 7xx;^S^ 2-7Pfcf>>l/75/7xX;PS. 3-7Ptf;i/7$7 7xx;i/ 

4- 7Pt:;V7 5y 7xx;i.s, 2--f y7ut°;i/75 7 7xx;i/S. s-fyT" 
at:;i/75 y 7xx;vs. 4-r y 7n t°;W7$ 7 7xx;vs. 2-75^;i'75y7 
xx;i/S, 3-75=-;i'7$/7xx;i/S, 4-75";i^75 7 7xx;PS. 2-v^5^;i/ 
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y7xx;i/S. 2->?:/Pt!;P75/7xx;us, s-s^^p tf;i'75 7 7x-;i/S 
. 4->?:/Db°;i/75y 7x-;i/S. 2-i?7'5";u7$y 7xxji/S, 3->^7*5^;i/7 

3-x9^;i/>5^;i/75y 7xx;i/*. 4-x5=-;i/;<5^;i'75 / 7xx;i/S, 2-/ 

5^;V5^:4-7xz:;i/S, 3-^5^;i/5^:t7xX;WS, 4-/5^;l/5^:t7x:i:;i^a. 2-X 
^;i'5^:t7xz:;US, 3-X5^;i'5^;r 7x:::;i/S, A-JL=^}V^:^y :lZL)V^, l-':f 
Obf;i/5^:t7x::i;i/*. 3-^ P tf ;i'5":t7xx;i/*. 4-^ P h!;V5^:t 7 xnjWS 

^ 2-i*y y^Dt°;i'5":t7x-;i'S, S-Y v:/d t°;P5^:t7x-;i/*, 4-'f y:/p 
b°;W5^;t7x-;u^. 2-7*5";i'5^^7xr:;i/S. 3-7>;i/5":r7xr:;PS. 4-7" 
5^;U5";t7xriJl/«. 2-/5^;i/-l-:^75";US> 3-p<5^;i/-l-:h75";i/S> 4-p^5^ 

l-:f75^;l'S, 8->5^;P-I-:^7 5^;i/S, l-^?;i/-2-::>-75^;i'S^ 3-p<5^;i/-2- 
:^75^;l/^. 4-p^5^;i'-2-^7 5^Jl/«. 5-^5";i/-2-±7 5^;l'*, 6-^5^;i/-2-^ 
75^;U«> 7-p^5^;i/-2-:h7 5^;i^«. 8-/5^;U-2-:f 7g";i/a, 2-^ 

75';i'S. i-?^h^i^-i-±y^)VM. 4-/ h^S/-i-:^7^;i/S> 

-:^-75^;i'S, h^->-l-::^75^;i/g, ^4^i^-l-:^7 5^;^S, 8-/ 
S^-l-i-75";i/S, 1-^ h^i/-2-:^-75^;i/S> 3-^ h^'>-2-:h75";US, 4-^ 
h^i^-2-i-y^}Vm. 5-^h^i/-2-i-y^)l&. 6-^ h^->-2-±75^;VS, 7 
-}^h=¥i^-2-i-y^JVm. 8-p< h^^v-2-:^75';^», 2-x h^v-l-:h75^;US 
. 3-xh^^-l-:^75^;^S. 4-x h^->-l-:f75^;i'S, 5-xh^i/-i-^75^ 
;i'S> 6-xh^>'-l-:^75^;WS. 7-xh^->-l-:^7 5^;^S, 8-xh^i/-l-:^ 
75^;i/S. l-xh^->-2-:^7^;i/S. 3-xh^'>-2-:^7 5^;va, 4-xh^v-2 

-i-y9-)vm> 5-x^^->-2-:^75^;^s, 6-x^^->-2-:^7 5";^s. 7-xh^ 

->-2-:^75^;^S^ 8-xh^->;^-2-:^75^;^S, 2-t HD4^->-l-:f-75^;i/S. 3 
-k HP+5^-l-:f 7^;PX. 4-k HP^5^-l-:h79^JI/S, 5-t: H D:^->-l-:h7 
6-k FP=^v-l-:^7^;l/S, 7-b HP^v-l-:^7 5^;^S, 8-tHo:^ 
->-l-:^-75^JUS. 1- b H P ^ '>-2-:f 7 ^Jl/S. 3-b H P=^i>-2-±75^;i/», 4 
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-h Hp^'>-2-:^7^;I/»> 5-fc Hd^->-2-:^7^;1/S> 6-t: Fn^~>-2-±7 

7- k Fa=4^i^-2-±75^;VS> 8-t: F o^v'-2-:^75^;W», 2-iJ7na-l 

l-i^D□-2-:^75^J^S> 3-iJ7 d □-2-:;J-7^;i/*. 4-^ua-2-±y^ 
JV^. ^-i'uu-2-ry^)VM. 6-pau-2-i-y^jvM. ua-2-i-y=^)P 
i-^au-2-i-y^jV^. 2-y)V:^u-i-')-y^)V^. Z-yjl^u-i-i-y^ 
A-y)P:tu-\-i-y^)]^M. ^-y }V:^u-\-±y^)vm. ^-y}V:tu-\-ir 
y^jvm. 7-y )V-tu-\-iry^)vm, i-y)V^u-\-)-y^jv&. i-7;w^n-2 

-i-y^jv^. 3-7;i':tD-2-:^7 5^;PS. i-yjV>iru-i-i-y=^)VM. ^~yJV:t 
a-2-:?-7^;i/S> 6-y)V^a~2-±y^}V^. i-y)V:tu-2-i-y^)V^. 8-7 

)V:tn-2-iry^)\^&, 2-7 a 7 3-75 y-l-:J-75^;VS^ 4-7 

$ 7-1-^75^ ;vs. 5-7 5/-l-:^75^;^S. 6-7^ /-l-:^75^;^S> 7-7^ 

/-l-:h75^;i/S, 8-75^-1-:^ 7 \-7 y -2-i- y ^ JVM. 3-75 7- 
2-:)-75^;l/». 4-7 5 7-2-:^ 75^;VS, 5-7 5 y-2-:^7^;i/S. 6-75 / -2- 

i-y^)v^. 7-75y-2-^7g^;ws. 8-75/-2-!^79^;i/*. 2-/5^;u75y 
-i-±y^)vm. z-:^^)V7 5.y-i-^y^)V&. A-?^^)V7 ^ J-\-i-y^)VM 

. 5-^^;i/75 y-l-:f75"Jl/S, 6-p^5^;i/7 5y-l-:^7 5^;i/S. 7-p«.5";i/75 
/-l-^7^;i'*, 8-p^5";i/7 5y-l-:f75^;V«. l-^5^;i'7 5y-2-:^7^JW 

3-/5^;^75y-2-:^75";^S, 4-p^5^;i'75/-2-:^75";v*> 5-^5^;i/7 
5y-2-:^7 5^;i/», 6-^^;i'75y-2-^75^;us. i-^^)V75.y-2-i-y^ 
8-^5^;u7 5y-2-:J-7g^;i/S. 2-:/7^5^Ji/75 y-i-:J-75^;ps, 3-vp^ 

5^;i/7 5y-l-:^-75^;i/S» 4-i^p^5^;)/75y-l-:^79'Jl/S. 5-v'p^^;i/75y 

-\-i-y^jvm. ^-zy^^)V7^y-\-i-y5^)VM. i-v:^^)V7^j-\-ry9- 
;PS> 8-v^5^;i/75y-i-:^-75^;i'S, 1->^;<5^;P7 5 y-2-±75^;PS. 
^5^;v7 5y-2-:?-75^;i/», 4->^p^^;^75y-2-:^75";^«> 5-i^p^aF-;i/75 

/-2-:?-7 5';i/«, 6-v/5';i/7 5y-2-:^-7^;i/S. 7->^><5^;i/75 y-2-:^7 

8- >^^^;u75y-2-^7^;vs> 2-^5^;i/-3-ii 4-p^5^;i'-3 

-tfUi^;U». 5-;)t^;U-3-h°U>';VS. 6-^5";i/-3-t!'J>';i/S. 3-^5^;l/-2-tf 
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. 4-p^5"Jl/-2-tfUS^;i/», 5-;)^^Jl/-2-t!>J5^;i/S, 6-X5^jU-2-h! U 2 
-X^Jl/-4-t:'Ji^;i'«s 3-X5';i/-4-trU>?;USx 5-X5^;i/-4-tfUi?;PS. 6-x 

h^i^-s-tru 6-^ h^->-3-truv;i'«, 3-^ h4^v-2-h°u 

2- ^h^zy-4-\f:^Ji>)V&. 3-^ h4^'>-4-tfU 5-^h^v--4-tf 
U h ^ ->-4- 1: U 2-x h ^v-S- 1: !J vJl'S^ 4-x h ^ v-3 
-t!U5?;i/S. 5-xh^'>-3-t!U>?;l/S. 6-x h i^-3- tf U >^;i/S> 3-xh^ 
>'-2-tr'J>^Jl/S. 4-xh4^i/-2-k°Ui^;i'*. 5-Xh4^->-2-k°'J v;i'S, 6-x 
h^>'-2-trU 2-Xh4^v-4-tf U5^;l/a. 3-xh^'>-4-tiU 5 
-X h =^ v-4- H U v;!/*^ 6-x h =^ v-4- 1! U >^;PS. 2- 1 H P ^ i/-3- ti U 

4-t Ko4^->-3-eU>^;p«. 5-k K□^->-3-t^'J>^;^S^ 6-t:Ka^->-3 
-t!'Ji^;i'*. 3-k HD^>'-2-t!U v';!/*. 4-t F 0=^^ v-2-t:' U 5-k 
Ha=^>'-2-tfUi>;i/S. 6-h HD^>^-2-trU 2-t FD^'>-4-tf U 

3- t: HP^->-4-tf>JS^;PS. 5-k Ko^i/-4-tfU 6-hHD^>/ 
-4-t!iJ>';i/S, 2-ptJI/:*jy h-3-k°U>';WS. 4-^Jl'*y h-3-trU >^;i/S. 5- 

h-2-kU>^;us. 2-^;i/:^3yh-4-k>j5^;i/S. 3-p^;i/*yh-4-kU>?;i/». 5 

4-^^;i/5":t-3-b°U>';i'S, 5-^5";i'5^:t-3-k°U>';i/S> 6-^5" 
:t-3- h° U v^JUS. 3-^5^;i-?:t-2-t°iJ>^;VS. 4-7^5^;i/5":t-2-t: U v^WS. 5 
-^^}\^=^^-2-\f^)i^)Vm. 6-/5^;i/5":t-2-t!US^JPS, 2-^5^;i/5^:t-4-k° U 
v^Vl'S> 3-p<5^;U5^:t-4-kUi^;i/S, 5-;<5^;i'5^:t-4-t: U >^;i/S. 6-^g^Jl/5^ 
^-4- 1! U >^;i/S. 2-i:7nD-3-t!'Ji^;i/S. 4-^ □ o-3-lf U 5-^57 
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5-^PO-2-h!U>^;i/S, 6-i>op-2-b°U 2-^an-4-K 
Vi^JVM. 3-^OP-4-t!U>^;VS. 5-:J7PP-4-tf U vJl'S. 6-i?PP-4-tfU 
2-7^y-3-eU>^;VX> 4-75y-3-k!U>^;^»^ 5-7 5/-3-t:U>' 
6-75y-3-tfU 3-7 5/-2-t:U 4-T^7-2-tfU>^;^ 

5-7$y-2-HU 6-7 5y-2-h°U i^;!/^. 2-7^ y-4-t:'J>^;^S 

, 3-7^7-4-t:iJ v^JWS^ 5-7$ y-4-lf U >^;i/S, 6-75 /-4-tfU 2 
-^r/;><5";i/75y-3-tf u>^;i/»^ 4-^r/;>^5^;i/7$y-3-tfU>';V». 

u>^;p«> 3-^yy5';l/7 5y-4-l^u>^;^S^ 5-^/^5^;i/75y-4-t!'j>^;i/ 
S> y p^5^;u7$y-4-tfu 2-vp<5^;k7$y-3-b°u 4-i? 
^^;i/7 5y-3-tfus^;i/S, 5->^p^5=-;W7 5y-3-tfU 6-':;?^5^;i'7$ 
y-3-t°u>';i'*, 3->?^5^;w75y-2-fc:u>';PS. 4-~:^^5^;u75y-2-fcru 
pjiM. 5-vy5";i/7 5y-2-ifu 6->?y5^;i/7 5y-2-tfU>^;vs, 2- 
i^^9^;i/7 5y-4-t:U>^;i'S, 3->?y5^;i/75y-4-b°u 5-v^9^;i'7 
5y-4-t!Ui^;i/S. 6->^y5^;i/7 5y-4-t!u 2-7ji/:tP-3-tf u>^;i' 
4-:7;i/:tP-3-t!'J >>';ws> 5-:7;i';rp-3-tf u >^;i'S^ 6-yji:tu-y]dV 

PJVM. 3-7;V:tP-2-k°Ui^;US, 4-7;i':t P-2-b° U i^JVS, 5-7;W:tP-2- 

fc:'j>';i/S, 6-7;i/?rp-2-fc!'j 2-7;i'?e-p-4-t°'j 3-7;u:tP 
-4-trui?;^S, 5-7;i/:^p-4-t!U>^;i/S. 6-7;w:tp-4-if u >^;i/S> 2.4-s^ 
p^5^;i/-3-bu 2, 6->?y 5^;i/-3-bU s^;PS> 5. 6-v^5^ji/-3-b>J 

4. 6-i^y5^;i/-3-b<Ji^;i'S. 4. 5-S^y5";i^-2-k°U i^;!^^. 5. 6->'^5';i/-2 

-bUi^;i'S^ 2.3-^^y5^;^-4-t^u>';^s^ 2. 6-v^p<5^;i'-4-b°'j>^;i/». 2.4- 
s^y h4^v'-3-bu 2, 6-s:^y h^v'-3-b°u -Jjvm. 5. 6-:^y h=^->-3- 
tfu>?;^S. 4. 6-vy h^->-3-t!u-:^;vs> 4, h4^->-2-b'js^;i/S. 5, 
e-e^y h=^'>-2-b°us^;i'S. 2. 3-s^y H+s/-4-b°u>^;us. 2.6->?y h^s/-4 
-bUi^^i'S. 2-^pp-6-y5^;i/-3-tf'j-:^;i'S> 6-i?pp-2-y5";i/-3-bu 
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5-p<5^;i'-6-i7PP-3-k°U 5-p< h + v-6-;j7pp-3-tfU>';i/S. 5-x h 

^s^-e-^pp-s-trui^;!^^. 5-^57 po-6-pt5^;i/-3-tru>^;i/S. h 4^5^-6 

^v-3-fc:Ui^;WS. 5-i7PP-6-Xh^v-3-t!>J>^;l/X. 2. 5. 6- h U ^ 5^;W3- 

tfUi^;i'»> 2-tf^e^x;ws. 5-^5^jW2-if^>?x;i.s. 6-^g^;i'-2-if^>?x 

-\fyi^::i)Vm. 6-x h^->-2-t!^ v^x;^^. 5-i^ P P-2-t°^-::^x;i/S. 6-^57 
aP-2-tf^>^xj|/S. 3-^5^;W-2-7U;V». 4-^5^;i/-2-7UJl/a> 5-p^5^;W- 
2-:7UJl/S. 2-;^^)V-i-yV)Vm. 4-:^^)V-i-y^J )V&. 5-p^5^;i/-3-7UJP 
a. 3-7^ b^'>-2-7U;i/S, 4-^ >'-2- FUJI'S, 5-^ h^v-2-;7U;i/a 
. h^'>-3-7U>'l'*> h^S^-3-7>j;PS. 5-^ h^v-3-7'j;i/S. 3 
-iJ7PP-2-7'J;i/». 4-i^PP-2-7U;W*. 5-i7pp-2-7U;i'S. 2-:J7PP-3 

-7U;us^ 4-i^ p p-3-7 u 5-^pp-3-7U;i'S. z-y )V^u-i-y^))]/ 
A-yjv^u-i-yv JVM. b-y)V:tu-2-yV)VM. 2-7;v:tp-3-7 u;w 

> 4-7;i/:^-P-3-7U;i/S. 5-7;i/:^P-3-7U;PS, 3-^5^;W2-^Xx;i/; 
-p^ 5^;i/-2-5=-xx;l/S> 5-;^5^;i'-2-9'xx;WX. 2-p^5^;k-3-^xx;i/X, 4-;>^ 

^;i/-3-5^xx;i/S, 5-p^5';P-3-5^xx;i/S. 3-p< h=^>'-2-5=-xx;i/S. 4-^ 



h^v-2-5^xx;i/a. 5-^ h^>'-2-5^xx;i/S. 2-^ h4^>'-3-9=-xx;i/; 

K+v-S-^^xxjWS, 5-;)< h^5^-3-5^xxjl/S. 3-^ pp-Z-^^xxjW; 



4 



4_^ pp_2-5^xx;i/^. 5-i'PP-2-5^xx;i/^. 2-^ P P-3-5^xx;i/S, 4- 
ij7pp-3-5^xx;ps, 5-^pp-3-5'xx;i<'S. 3-7;!':^ p-2-^xx;i.S, 4- 

7;V:tP-2-^Xx;i/g, 5-7;i/:tP-2-5^XXJl/S, 2-7;i':t p-3-5^xx;i/ 
s 4-7JV:tP-3-^Xx;i/S, 5-7;i/:tP-3-5^XX;i/S^^55^^tf e>n^ 
-^^ (I) ICcfeV^T, R^T^$n^ 



^ )Vti 7° h 



2 ~ 8 o 7 ;i/ p ^ ;i/ X ;i/ :t =^ 
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f 

(I) Y\z^\^^. mmm^. mmm^. ^rc\mnm'f'^^^mn-^n 

<D-mmm-^nx\^^xh^^^o ^^bviYtbTti. -^y^uym. ^^y:x. 
ym. \L^)-jywsas\L'yi^ywfimi^^. z.t\.h(DmmmMx^. 

nxvi-s^^^^s ^ti^n(Dn.^M'^'K\Azm-'X^w<U'DX\i^x^^\^. 
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. l->^ntf;i/5^:tS. 2-ynti;i/5^:tS. 2-y5";i/5^:t*. t- 

SmS^Wt^Y^bTti. 2-y5^;P-l-±75^;i/a. 3-^^JV'-l-:^-75";U* 

> 4-p^5"ji/-i-i-75^;i'S. 5-^5^;p-i-:J-75^;i/S, e-^^^;!/-!-^^'^^;!/*, 7 

8-p^5";i'-l-:^75^;PS, l-;'^5";i/-2-:^75^;i/S, 
->-!-:>- 7 5" JU^, 3-^ h^^v-l-r^^g^JUS^ 4-;^ h^->-l-^y'^}Vm. 5-^ 

-}^h^zy-i-ry^}VM. \-;^h^->-2-ty^)v^. 3-p< ^^v-2-:^75';^s 

> 4-^ h^5/-2-^7^;i^»> 5-^ h4^'>-2-:f7^;PS, 6-^ h^v-2-:^75^ 

h^>'-2-:^75';i^S> S-^h^zy-2-i-y^)Um. 2-JLh=¥i^-l-'r 

-i-y^)V&. 6-x h^'>-l-:h75^;i/S. 7-x h^'>-l-:^7 5"Jl^». 8-xh4^ 
->-l-:^75";^S^ l-x h=^^>'-2-::h7 5^Jl/S> 3-x h^^>--2-:^75^;i'S, 4-x 
h^>-2-±7^;i'«, 5-Xh^->-2-±75";i'«. 6-xh4^>'-2-:f75^;i/S. 7 
-X h4^'>-2-±75^;i'S. 8-xh^->-2-:?-75^;i/S> 2-\i]^u^->-\-i-y^)V 
3-b Ko^v-l-:f 75";i'S. 4-t F^^i/-l-:^75^;^S^ 5-fcHP^'>-l 
-i-y^)\^m. 6-t HP^v-l-:f 75^JPS^ 7-k HP^v'-l-:^75";^S, 8-k 
FP4^->-l-:f75^;i/S^ 1-k FP^v-2-:^75'>'^S^ 3-t H P^>'-2-:h75^ 
4-b FP^'>-2-:?-75";t'». 5-k H P^i^-2-:^-7^;i/», B-kFP + i^ 
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i;uu-\-iry^)Vm. %-ifuu-\-iry^}]/^, 4-i7UU-\-±y9-}Vm. ^-^ 

2- i-y^)V^. b-i7au-2-i-y^Jl&. ^-C'nu-2-i-y'^)V^. l~ifuu-2- 

-^y^JVM. 8-i^on-2-:h75^;PS. 2-y JV:^u-l-ty^)VM. i-yjl:tu-l 

--^y^A^. A-y)V:tu-i-i-y^jVM. ^-y)V^u-i-i-y^)V^. &-yA:t 
u-i-i-y^)vm. l-y)V:tn-i-i-y^}VM. %-y )V'tu-\-)-y^)V^. 1-7 
;i/:tn-2-:^75";i'S, 3-7;i/^n-2-:^75^;PS. A-y )\^iru-2-i-y^)vm. 5 
-y )V^u-2-i-y=^)V^. 6-7;^:tP-2-:^75^;^S> 7-7;i/^o-2-:J-75^;i/S 

, z-y)V-^u-2-')-y^)V^. 2-7^j-\-i-y^}vm. 3-7$ y-i-:^75^;^a 

, 4-75 y-l-:^79';i'«^ 5-75^-1--^ 7 6-75 /-l-:t-7^;i'», 7 

-7^j-\-i-y^)vm. %-7 ^ J y 9- 1-75/ -2-^7 5^ 3-7 

5y-2-:^7 5^;i^S. 4-75y-2-:^75^;i/S> 5-75 y-2-:^75";i'S. 6-75 
J-2-ry=^}Vm. 1-7 ^ J -2-ir y =^ 8-75 /-2-:^-7 5^;i/S. 2-^^)V 
75y-l-:^-75^;i/S. 3-/5^;P7 5y-l-:f-75";i'S, 4-^^;V7 5 y-]-:^7 
5-/5^;i/75y-l-:f75^;i/S, 6-y5^;l'7 5y-l-:^75^;l/S. 7-^5^ 
;i'75y-l-:^-7 5^;i/S> 8-y5^;i/7 5 /-l-:^75^;^«, 1->^5^;1'7 5 y-2-::J- 
75^;i/«. 3-/5^;i'7 5y-2-:^75";PS. 4-y5";V75y-2-:^75^;i/S, 5-p< 
5^;i/7 5 y-2-::^7 5';^S, 6-y5^;i'7 5 /-2-:f 7^;i'a, 7-y5^;V75 y-2- 
:^75^;i/S. 8-p^5^;i/75/-2-'^7^;i/*. 2-i^/5^>/l/75y-l-:h75^;l/S, 

3- >?^5^;^75/-l-:^75^;^S. 4-vy^;^75/-l-:^7^;^S^ 5->5y5^;p 

7^J-\-i-y^)Vm. ^-J^J-)V7^/-\-iry^)Vm. 7->^P<5^;W75 /-I- 

I 

:^75';i/S. 8-i^p^5^;^75/-l-:^75^;^S. i->^p^5^;i/7 5y-2-:^75^;i/S 

. 3-5^y5^>'U75y-2-:^75^;i/S> 4->^>>5^;i'7 5 y-2-::h7 5^;i/S. ^--J^=f- 
;V75y-2-:h75^;i/S, 6-vy5^;i/75y-2-:^-79^;i/». 7->'y5";i/7 5y-2 
-:f75';i/S, 8-i^y5^;i/75y-2-^75^;i/S^ 3-y5^;P-2-5^x-;i/S, 4-y 

5^;^-2-5^x-;vs, 5-y5^;i'-2-5^x::i;i'S, 2-y5';i/-3-5^xx;i/S, 4-^5^ 
;i,-3-5'xx;i/S, 5-p^g^;W-3-5^xx;i/S^ 3-/ h^v'-2-5'xx;i'S, 4-p< h 
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-:i7np-2-^xx;i/S. 5-^^ do-2-5^xx;|/S. 2-:i7 aa-a-^^xxjl/S^ 4-^ 
p p-3-5^xx;i/S, 5-i57 Do-3-5^xx;i/S, 3-7;i/:ta-2-5^x-;i/S, 4-7 
;i/:tP-2-5^xx;i/^. 5-7;i':tP-2-5'xx;i/S, 2-:7;i^:tP-3-5^xx;i/S» 4 

-7;i/:tP-3-5^XX;i/g. 5-7;i/:tP-3-9^XXJl'S, Z-?^^)V-2-y )V^. 4- 

/5^;i/-2-7>j;i/S> 5-;<5^;i/-2-7U;i/S> 2-^5^;i'-3-7U;p«, 4-^5^;i'-3- 

7'j;i/»> 5-^5^;U-3-7'J;WS. 3-;>< h^S/-2-7 U;i/*. 4-^ h^i/-2-7'J 

h4^->-2-7U;PS. 2-p< h^S/-3-7U;i/*, 4-p< h 4^^-3-7 U;i' 
5-^ h=^'>-3-7U;PS> 3-i7pn-2-7iJ;U*> 4-:J7 P P-2-7 U ;i/S> 5- 
^PP-2-7 U;i'S. 2-i^PP-3-7U;U*. 4-^PP-3-7UJV*, 5-:i7PO-3- 
7<j;U*> 3-7;W:tP-2-7U;i/S. 4-7;i/:J-P-2-7'j;i'S. 5-7;i^:tP-2-7 
^J)Vm. 2-7;i/:tP-3-7U;U*. 4-7;W:tP-3-7 U 5-7;P:tP-3-7U 
)Vm. 3-p<5";l/-2-tfPU;i^S, 4-p^5";l/-2-t:oij;l/S, 5-p<5";W2-k°uU;l/ 

2->.^;i'-3-fc°PU;i/a, 4-/5';i/-3-t:p u;i/S> s-^^^ji'-s-tipu;!/^ 

, 3-/ h^'>-2-t!PU;VX, 4-pC h:^i/-2-t:PU;US, h^i/-2-tf p U 

2- ^ h^v'-3-tfPU;i/», 4-^ h=^'>-3-tfD U;i/»> 5-^h^S^-3-t! 
n'j;l/S> 3-i'PP-2-lfpij;VS^ 4-iJ7pp-2-t:P 5-^PP-2-fc°P 
U;i'S. 2-^^ PP-3-fc:P U;i/^, 4-^PP-3-t!P U;VS, 5-^PP-3-fc:PU 

3- 7;i/^P-2-ePU;VS, 4-7Jl/:tP-2-k°P U;i/S. 5-7;i':tP-2-fcf 
PU;i/S, 2-7;i/:tP-3-fcrPU;i'S. 4-7;V^P-3-b:PU;i/a, 5-7;i':tP-3 
-tfP'JJVS. l-;<5^;i/-2— f 4-^5^;i/-2-r ^iS^'VU;!/*, i-p^ 

g^j),_4_^5^>/ij;i,^^ 2-^5^;w4-'r 5^'V'j;vs. 5-^5^;p-4-'r s^i^vu 
i-p^5^;i/-5-r ^ij^yuji^*. 4-/ h4^v-2-r5yv'ij;i/«, 2-^h^v 

2-iJ7pp-4-'r ^^'v^u;i'S. 5-i5?pp-4-'r5 3''v'u;i/S> 4-7;i':tp-2- 

5 1/ U 2-7;i/:tP-4-f 5:5^l/U;i/». 5-7;!':^ P-4-'r 5 U 

. 2-^5^;i/-3-k''j 4-^5^;i/-3-t!U i^;i/«> 5-/5^;i/-3-eu>?;i'«. 6 

-^5";i/-3-tf ij 3-p<5^;i'-2-t:Ui/;i/S^ 4-p^9";i/-2-tfU>?;i/S> 5-;< 
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ifU>?;i/S. 3-/5^;p-2-t°u>?;i/S. 4-p<5^;i'-2-t:U 5-^5^;p-2-tf 
ue?;!/*. 6-xg^;W2-tf Uv'Ji/S^ 2-x5^;w4-tf U s^jv*. 3-x5^;i/-4-k°u 
5-x5=-;i'-4-t°u 6-x5^;v-4-fc°u 2-^ h^s/-3-t: u 

v;US> 4-p< h^v-3-tfU 5-p< h^e^-S-lfU >^;i/a, h^v-3- 

l:>Jv;^S^ 3-/ h4^v-2-t:U 4-p^ h^i^-2-trU 5->>h=^^v 

-2-\£Uz^)vm. 6-^ h^v-2-tf'Ji^;i'«, 2-^ h^->-4-tf u-:^;i/», 3-^ h 
xh^v-3-t!ue^;i/S. 4-x^^>'-3-h°uy;^s^ 5-xh^>'-3-k°ui^;i'a 

. 6-Xh^S^-3-EUe^;V». 3-Xh^$^-2-HUi^;US, 4-X h^ri^-2-EUi? 

5-Xh^zy-2-hlV i^JVM. 6-x h4^>'-2-tf U 2-Xh^S>-4-kf 
Ui>Vl/S> 3-xh^->-4-t°U v;i/S> 5-xh:^>/-4-t!Ui^;i/S. 6-xh + v-4 
-tfUv';!'^. 2-k Fn4^~>-3-t!U 4-b H D^->-3-e U 5-t 

Hn^'>-3-tfUi^;i/X, 6-k Fo:^->-3-fcfU-:^;^». 3-t Hn:^S^-2-t°U'i^ 

4-t,Fn=^^x-2-b°Ui^~;i'S. 5-b Ko=lrv-2-fc:U e-kFD + e^ 

-2-t:Uv;i^a, 2-t: Hu^S/-4-h:U 3-k F □=^v-4-t: U 5- 

k Kn^>'-4-eUi/>>l/S> 6-t Ho^'>-4-t:Ui^;p^> 2-^;i/;tJ ^ h-3-tr u 
i^JVm. 4-^;V:^i7°h-3-tfU 5-;<;i/:^;7°h-3-kfU£^;i^S. 6-p^;i/;^3y 

-p^;i':^»yh-2-kU-:^>'P*. 6-/;i/:^:/h-2-t!Us^;i^S. 2-p^;i/;^y b-4-tf u 

b-4-t!U>';i'S^ 2-^5^;i'5^:t-3-b°Ue^;i/«, 4-p^5^;i'5'^-3-tfUS^;i'S. 5 
->>^;i'5^:t-3-fcfU';^>'l/a. 6-p^5^Jl/5^:t-3-lf'J>?;P*> 3-p<5^;i/5^:t-2-b° U 

4-^5^;b5^:t-2-tfU>^;l'a, 5-^^;i^5=-:r-2-hfij5^;PS, 6-^5^;i/5^ 

:t-2-tf' J 2-^5^;V5":t-4-t:U 3-p<5^;V5":t-4-b° 'J 5 

-p^ U >^J1/S> 5=-;i/^:r-4-t: U i^;!/*. 2-^ □ 0-3- tf 'J 
X, 4-i^DP-3-tf'J>^;i/S, 5-i^OD-3-tf US^;i^S. 6-^DD-3-t:'J>^;i/« 
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-^OD-2-tf'J>^;i/S, 2-:J7np-4-t:>J >^;i<'S> S-^i? o u-4-b°U 5-^ 
p p -4- fcf U 6-^Pn-4-fcfUi^Jl^S. 2-7$ y-3-lf U i^Jl^S. 4-7 5 

y-3-H'J 5-7$y-3-bfU vJl'S. 6-7 5y-3-tf'J>';l/S. 3-7^/- 

2- tfU>?;PS. 4-75y-2-tfU5^;i/S. 5-75y-2-hfiJ>';i/S. 6-7 $y -2- 
tfU>?;i/S> 2-75/-4-HU>';i/S, 3-7 5y-4-tfUS?;US. 5-75/ -4- tf 

-2-if 'j>?;i'S. 5-^y^5';P7 5 y-2-t:ij>?;i'^. 6-t/p^5^;i/7 5 y-2-tf 
Ui^;i/g> 2-ty/5^;i'7 5y-4-b°u>^;PS> 3-^y^5^;i/75y-4-t°u vJi' 

p<5^;i/75/-4-t:U p^5^;i'75y-4-HUi^;i^S> 2- 

>>;^9";i^75y-3-t:'J>';P«> 4->^p^5^;i/75y-3-tfUi^;i/». 5-i^^5^;i'7 
5 / -3- 1! U 6->';<5^;i/7 5/-3-t:Ui/;i'»> 3->?p^ 5^;i/75 7 -2-tf 

Ui^JPS> 4->?p^5^Jl/75/-2-t:U-:^;i'S, S-i^^ ^;i/7$ y-2-t: u 

6-i^p^5^;P7 5 y-2-eu v';i/S> 2->'^5^;i'75y-4-tfU>^;i'S> 3->?p^5^;i/ 

75y-4-t! U 5-i^/5^;^7 5 /-4-t°U >?;WS. 6-vp^5^;i/7 5 /-4- 

tfUS^;i/S, 2-(l-h°nUi^^;i/)-3-h°Ui^;l/S^ 4-(l-h°PUi^:::;p)-3-fcf 
5-{l-t:PUi^~;l/)-3-tfU 6-(l-h°PU>^-;H-3-h!U v;PS> 

3- (i-t!aijs^-;v)-2-t: u j^;us. 4-(i-t!PUi^-;H-2-fc:u 5-(i- 

tfp ij >?-JM -2-tf U i^;i/S> 6- (1-fc'P U -Jzz-M -2-b°U 2- (1-b: p U 

-4- h° u 3- (l- 1" p U "i/^^M -4- h° U 5- (i- 1: P U - ;i/ 

) -4-tf U vJl/S. 6- (1-t: P U =J-)Vt -4-h° U >^;i'S. 2-lf U v^y-3-tf 'J vjU 
4-t!^U>'y-3-tf>J>^;i/S, S-tf^Uv^y-S-tfUv^^l-S, 6-t°^U>?y-3 
-eUi^Jl-*, 3-tf^U v/-2-tf Ui^;VS. 4-t!^U vy-2-h°Ui^;i/Ss 
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-^jv-^^) y-4-tf u i^^s. 6-t;i/*u y-4-tf u e^ji/S^ 2-7;i/:t o-3-t!U 

iJv'Jl/S. 3-7;W:tn-2-t°U>^;VS. 4-7;P:tn-2-t!U v^;VS. 5-7JU:ta-2 
-trUi^JPS. 6-7;l':tn-2-tfU 2-7;i/:tD-4-lfUi^;i/S. 3-7;V^ 

□ -4-t!U>?;l/S. 5-7Jl/:tP-4-h°U 6-7;i/:t a-4-tf' J 2,4- 

z^;^^}V-i-}^^)z^)Vm. 2, 6->?^5=-;p-3-fc!U>';pa. 5. 6-e^^5';i'-3-tfU>^ 
4, 6-i^p^5";i/-3-h°Ui?;i/S^ A.^-z^y^^)V-2-}£^)-J)VM. 5, 6-vp^9";i' 
-2- 1: U 2. 3-i^7^ 5^;i/-4- 1: U >?;i/S. 2. 6->?^ 5^;i/-4-t: 'J vJUS. 2, 4 

--J^ h^>'-3-t:U 2, h^->-3-h°>J v;WS> 5, h^>'-3- 

if u 4. e-v'^ h^^e^-s-tf u 4, s-s?^ h^s^-2-tfu s^;!^*. 5. 

6->?p< h^j>-2-h:U 2. 3-i^^ h^>/-4-t:U 2. 6->?^ h + >'-4 

-fcfUi^;US. 2-i^ DP-6-p^5^;i/-3-tf Ui^VPS, 6-iJ7PP-2-^5^;l/-3-tfUi^ 

2-^PP-6->^ h^v-3-lf U >^;l/S, 6-^:7 p p-2-p^ h^>'-3-tfU v^JWS. 
5-^5^;i'-6-^PP-3-tf U S^;i'S> 5-^ h^'>-6-i^PP-3-tf u 5-Xh 
PP-3-t:U 5-i'PP-6-/5^;W-3-k:U 5-^ 5^-6 

-p<5";l/-3-fcfUi^>'l/S> 5-xh=^-'>-6-p<9^;l'-3-fc:U>?>'US^ 5-^PP-6-p<h 
^">-3-tf U 5-i7 p P-6-X z^}Vm. 2, 5. 6- h U ^ 

tfUS^;)^*, 2-tf^>^x;i/S. 5-;>^5^;i/-2-t!^S?x;i/*. 6-^^Jl/-2-tf^>^x 
)Vm. 5-^ H^5>-2-b!^i^x;l/*, 6-^ h^->-2-fc:°^vx;i.S. 5-xh^r~>-2 

-tf^>?x;ps> 6-xh+>^-2-H^>?x;i'», 5-i^PP-2-tr^vx;^^. e-i' 

PP-2-b°^S^x;l/S. 3-^5";i/-2-^>l/5^xx;l/S. 4-^5^;l'-2-OV^X 

x;i/g, 5-p<5^;w-2-^>y5"xx;i/S, 6-p^5f";W2-^>y'5^xx;i.S, 7-/5^ 

Jl/-2-^>V^xx;US. 2-^5^;i/-3-^>y5^xx;i/S» 4-^5^Jl/-3-^>V'5^ 

xx;i'S, 5-;<5^;^-3-^>y5^xx;^s^ 6-p^5^;i'-3-^>y5^xx;i/S, 

5"xx;PS. 4-^5^;w5-^>v*5^xx;i/S. 6-^5^;i/-5-^>v''5^xx;us. 7- 
;(^;W-5-'^>y^xx;i/S> 3-p^ h=^'>-2-^>V5^xx;i/S. 4-^h^v-2- 
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-^>7^xx;i.a, 7-^ h=^s>-3-^>y5^xx;i/S. 2-^ h=^v-5-^>\/5^ 
xxji/S. 3-p^ h^->-5-'^>V'5^xx;i/S, h^->-5-^>V^^xxjl/g, 

h^'>-5-^>y9^Xx;i/^. 7-;?^ h^->-5-^>y5^Xx;VS> 3-i?DD-2 
-^>y9^xx;i/S, 4-i^DP-2-^>y5^xx;i/S, 5-tJ7 a ^-2-^>y5^x- 
-3-^>\/5^xx;|/S. 4-:57 oo-3-^>y5^xx;i/S. 5-^ □ o-3-^>y^x 
x;i/S, 6-^nu-3-^>v^5^xx;i/X. 7-i7 0o-3-^>v^5^xx;i/S. 2-^n 

xx;i/S. 6-i>PP-5-^>V5^xx;PS> 7-^pp-5-^>y5^xx;vs> 3-7 
;i<':tP-2-^>y^xx;i/S> 4-7;i'^p-2-^>y5^xxjux, i-y)V:tu-2- 

^>V^JL-)V^. 6-7;V:tP-2-^>V5^Xx;VS, 7-7;!/:^ P-2-'^> V5^X 

x;i/a, 2-7;i/:tP-3-^>y5^xx;^s. 4-7;i/:tP-3-^>V^5^Xx;i/S, 5- 

7;i/^p-3-^>V?'xx;i/X, 6-7;i'^p-3-'^>V5^xx;i'a, i-y)V:tu-d 

-^>V'5^Xx;i/*. 2-7Jl':tP-5-^>\/5^XX;va, 3-7;i-:tP-5-'^>V5^ 

xx;i/S, 4-7Jl/:tP-5-^>7'5^X-;l/S, 6-7;i/:tP-5-^>V^xx;i/S. 

7-7;p:tO-5-^>V'5^Xx;i/S. 3-^5^;W2-^>V'7 U;i'X. 4-p^ 5^;i'-2-^ 

>y7'j;i/«, 5-^^;v-2-^>y7U;i'«. 6-p^5^;i/-2-^>y7U;v*. 7-^ 
5";i/-2-^>v'7U;p*> 2-/^;u-3-^>77U;vs> 4-/5^;i/-3-^>V7 u 

^>V7'jji'S. 2-p<5";i/-5-^>7'7U;i'S. 3-^5^;v-5-^>V7U;i'S^ 4- 

u;i'S, 3-p^ h+>'-2-^>y7u;i/a> i-^h^i^~2-^>vyv)vm. s-^'h 

^>'-2-^>y7U;i/S. 6-^ h^>'-2-^>y7'J;i/a, 7-^ h^->-2-^>V 
7U;^»^ 2-^ h + v-3-'^>y7U;l/S. 4->^ h^v-3-^>y7U;V«. 5-^ 

h^>^-3-^>y7U;i/^, 6-;^ h + >'-3-^>V'7U;i'S. 7-^^ h^^>-3-^> 

y7U;US> 2-p^ h^v-5-'^>V7U;i/S. 3-^ h4^v-5-^>y7U;i/S, 4- 
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-2-^>V7U;WS. 4-7;i/:tP-2-^>V7 'J;i/S, 5-7;i/:^P-2-^>y7 u 
JPS. 6-7;l':tP-2-^>V7'j;i/S. 7-7;i':tO-2-^>y'7U;i'*. 2-7;i/:t 
P-3-^>77U;i/S> 4-7;W:rP-3-^>y7U;PS, 5-7;i':tP-3-^>y7 
U;i/S. 6-7;l':tP-3-^>y7U;^S, 7-7;p:tP-3-^>y7U;i/^, 2-7;l' 
:tP-5-^>V7U;i'*. 3-7;P:rP-5-^>V'7U;i'S, 4-7;^:rP-5-^>V 
7U;i/*. 6-7;i/:tP-5-^>l/7U;i/*, 7-7Jl':tP-5-^>y7U;i/«, 1-^ 

5^;i/-2-'r > F u , 3-/5";i^-2-'f >KU;vs. 4-p^5';1/-2-'1'>F'j;1/S, 5 
-p^ ^;i^-2-r > H u 6-^ 5^;i/-2-r > H u 7-^ ^)i-2-^ > f u )vm 
> i-p^5^;i/-3-r >Hu;i'»> 2-p<5^;w3-i'>fu;v«x 4-^5^;i/-3-'f > f u 

-5— r > F u 3-^ h ^ '>-2— r > F u a-^ f + ->-2-r > f u 5 

F^v^-Z-f >FU;i/*^ 6-p< F^S/-2-'f >FU;i/S. 7-p< F^'>-2— f > F 
U;US, 2-^ F^i^-3-'r > F U;i'S. 4-^ F + i>-3-f > F U;PS> 5-^ F=^v 

-3-r > F u 6-p< F '>-3— r > f u 7-/ f 4^ i^-s-f > f u 2 

F^>^-5— r >F'J;i/*> 3-p^ r >F'J;l/S> 4-p^ F^S/-5— r>F 

U;i/S. 6-/ F^'>-5-r >F'J;i'S, 7-^ F^v-5-f>FU;i/». 3-fj7PP-2 

-'r>F'j;ws^ 4-5'PP-2— r > F u;^s^ 5-^pp-2-'1'> fu;i/S, 6-i>P 
□-2— r > F'j;i/S, 7-5'pp-2— r >Fu;i/S. 2-^pp-3— r >fu;i/«. 4- 
ij7PP-3— r>Fu;i'S. 5-i^pp-3— r>Fu;^s^ 6-i5'pp-3-f >fu;ps 

, 7-1? PP -3-0 FUJI'S. 2-^PP-5-'f > FUJI^S. 3-iJ^PP-5— f >FU 
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0-2— r>K'j;u«. 6-7;i/:tn-2— r >Hu;i'X, 7-7;i/*n-2-f >Hu;i/» 

> 2-7;i':tP-3— f >FU;i/S, 4-7;i/:tn-3— r>HU;VS, 5-7;i/:tO-3-'r 

>Hu;ws. 6-7;i/:tci-3— r>Hu;i^s> i-y)\^^u-i-^ 2-y)v 

jm. 3-^ h4^->-4-^y UJPX. h^iy-A-^y U JU*. h4^->-4-^ 
n-2-4^y U;i'S. 7-^7an-2-^y 8-^np-2-^y 2-i^PP- 

4-^yu;i/S, 3-^pp-4-+/ u;w*, 5-i>PP-4-^y 6-iJ?PP-4- 
^yu;i^s^ 7-^j7PP-4-^y u;pa^ 8-^pp-4-+y u;i'S> 2-^pp-6-=^^ 
/u;^^^ 3-i^pp-6-=^y u;i/*^ 4-i^on-6-4^y u;!^*, 5-^ap-6-^y 
>j;i/S> 7-^5^ pp-6-^y 'j;i'S> 8-i^pp-6-^y u;^S. i-y u-i-^ ^ 

4-7;V:tP-2-^y U;p*. 5-7;i/:rP-2-^y >j;|/S. 6-7;W:tP-2- 

^yu;^S^ i-y)V:^UTi-^/\))v^, 8-7;i/:rp-2-^/ 'j;i'S> 2-y)v^u 
'A-^j^))vm. 3-7;i/:tp-4-+y u;i/S, 5-7;i':tp-4-4^y u;i/S> 6-7;i/ 
;f p-4-+y u;i/S, 7-7;i/:tP-4-^y u;PS. 8-7;i':tP-4-+y u;i/S, 2- 
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. ^>^)m. 2-^>^jvm. 2-^^->;i/*. tf-;i/», yp^:- 

2-^>^)vm. 7'n^-;i/a, y^^n;!^*, ^>xzi;i/Sfci:^ 

I 

#^ttM®, \dVi^>m 3-tfUi/;i'. 4-k°US^;P) ^tXt:^>^>^ 

g^;i/-3-t:U v;i/S> 2-X5^;i'-3-k°Ui^;WS. 6-X5^;i/-3-h°U i?;!/*, 2-p< h 
^->-3-tf'Ji^;i'S, h^v-3-h°U 2-xh4^i/-3-h°U>';i<'S> 6- 

Xh^i^-3-tf'J 2-iJ7PP-3-tfU>';US. 6-:J7 0p-3-tf 6- 

>^^5^;i/75y-3-t!U>?;v», 6-{i-k°PU5^x;i/)-3-tfu 6-if^u>^ 
/-3-tf u-:^;vs. e-^ji'JiNU y-3-tfU':/;i'S. 6-^5";i/5^;a--3-hfUi^;ws, 5 

, 6-i^p<5";i/-3-tf U vJl/S. 5. e-v'^^ h4^S/-3-k*U S^Jl^S, 2. 6->?^ D n-3-t° 
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3-t:Uv^;WS, 6-xh^v^-3-fcf U 6-^7 p n-S-h" U 6-(i-t!P 

> h=^S/-3-lfUy;i^S. 2-:^np-3-lfUi^;i'S*W^bLio 



24 



X 


B} 




Y 


NH 


propyl 


OH 


2-pyridyl 


NH 


propyl 


OH 


3-pyridyl 


NH 


propyl 


OH* 


4-pvridvl 


NH 


propyl 


OH 


2-iiietlivl-3-Pvridvl 


NH 


proovl 


OH 


4-iQe tlivl-3-D vrid vl 


NH 


propvl 


OH 


S-metlivl- 3-t) vri dvl 


NH 


■nrotivl 


OH 


6- m fi iiTrvl - 3 -Ti vTi <^ vl 

V XIXW t^XLJf X M Y X XU V X 


NH 


nroTivl 
j^xvpjrx 


OH 


*d ^ vXLjr 1 V ^ Jr X JIVXJr X 


NH 


^X \J^JfA 


OH 




NH 


jpx jrX 


OH 


*^"»3i»xijrx~c> pjf xxiXjfX 


MR 

IN Jl 


pxopyA 


OR 


o-diiyi- o "pynay 1 


IN XI. 


pxopyi 


DR 


A'uio^ooAy ' o~pyxT(xy i 




pxupyji 


OR 


^'lueuiDzy'O'pyxitiyi 


IN A 


propyl 


OR 
wxx 


o-iueviio*y*0"'pyriu.yi 


INll 


propyl 


vh 




"STR 
|N n 


propyi 


OR 


e tjioxy - a-pyriciy i 


INXZ 


propyi 


OR 


tiioxy- u-pyriQyi 


IN XX 


propyl 


OR 
vyXx 


5/~ecxioxy'0-pyTjayi 


■ MR 


pri^yi 


OR 

vxx 


»iiu3ky~t>~pynuyx 


MH 




OH 


9 1.^*!^! rti* A— Q-T^ VT*i rivl 
Ml \*lll\J±v^\> y J. LXAj X 


NH 


|JXU^jrX 


OH 

V/XX 


A.-f*n Ioi»o»?l«i^ wi <1vi 

** I-IXIUX Vl~»J*'pjf XXUj' ,L 


NH 


ni*nnvl 


OH 

%/*x 


ii>chl OTn> ?{anvin vl 
t/ wuxwx v XXIX V X 


NH 


prupyi 


OH 




NH 


^x uj/jx 


OH 


2-flu OTO- f{«Tl VlH vl 
ti* Jb&uvxw 1^ j^jrxxixjA 


NH 


■DroT>vl 


OH 


4-fluor 3-T>vri dvl 


NH 


propvl 


OH 


5 -fluor o- 3 -p vrid vl 


NH 


propyl 


OH 


6-£luoro-3 -pvridvl 


NH 


propyl 


OH 


2-dimethylanuiio- 3-pyridyl 


NH 


propyl 


OH 


4-dimetl>ylamiDo-3-pyridyl 


NH 


propyl 


OH 


5 - dime thy lamino- 3 -p y ridy I 


NH 


propyl 


OH 


6-dimethylamino-3-pyridyl 


NH 


propyl 


OH 


2-(l-pyrrolidinyl)- S-pyridyl 


NH 


propyl 


OH 


3-(l -pyrrolidinyl)-3-pyridyl 


NH 


propyl 


OH 


5-(l-pyrrolidinyl)-3-p3nidyl 


NH 


propyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


propyl 


OH 


• 2-piperidino-3-pyridyl 


NH 


propyl 


OH 


4-piperidiiio-3*pyridyl 


NH 


propyl 


OH 


5-piperidino-3-pyridyl 


NH 


propyl 


OH 


6-piperidijQo-3-pyridyl 


NH 


propyl 


OH 


2-morpholino-3-pyridyl 


NH 


propyl 


OH 


4-morp]io]ino-3-pyridyI 


NH 


propyl 


OH 


5-morpholino- 3-pyridy 1 


NH 


propyl 


OH 


6-niorpholixio- 3-pyridy 1 


NH 


propyl 


OH 


2-hydro3qr-3-pyridyl 


NH 


propyl 


OH 


4-liydroxy-3-pyTidyl 


NH 


propyl 


OH 


5-hydroxy-3-pyridyl 


NH 


propyl 


OH 


6-hydroxy-3-pyridyl 



25 



wo 02/085905 PCT/JP02/03727 



NH 


propyl 


OH 


2-mercapto- S-pyridy 1 


NH 


propyl 


OH 


4-mercapto-3-pyridyl 


NH 


propyl 


OH 


5-mercapto-3-pyridyl 


NH 


propyl 


OH 


6-mercapto- 3-pyridy 1 


NH 


propyl 


OH 


2-m e thyl thio -3-pyridyl 


NH 


propyl 


OH 


4-methylthio- 3-pyridyl 


NH 


propyl 


OH 


5-methylthio- 3-pyridyl 


NH 


propyl 


OH 


6-m ethyitMo- 3-pyridyl 


NH 


propyl 


OH 


2,6-diinetbyl-3-pyridyl 


NH 


propyl 


OH 


5,6- dimethyl- 3-pyridyl 


NH 


propyl 


OH 


2,6-dietliyl-3-pyridyl 


NH 


propyl 


OH 


5, 6-dietliyl-3-pyridyl 


NH 


propyl 


OH 


2, 6-diine thoxy- 3 -pyridyl 


NH 


propyl 


OH 


6,6-diinethoxy-3-pyridyl 


NH 


propyl 


OH 


2,6-dietlioxy- 3-pyridyl 


NH 


propyl 


OH 


5,6-diethoxy-3-p3rridyl 


NH 


propyl 


OH 


2,6-dicliloro- 3-pyridyl 


NH 


propyl 


OH 


5,6-dichloro-3-pyridyl 


NH 


propyl 


OH 


5-chlora-6-jnethoxy"3-pyri dyl 


NH 


propyl 


OH 


5-chloro-6-ethoxy-3-pyridyl 


NH 


propyl 


OH 


2-chloro-6-methyl-3-pyridyl 


NH 


propyl 


OH 


6-chlor o-2-me thyl- 3-pyridyl 


NH 


propyl 


OH 


2-inethyl-4-pyridyl 


NH 


propyl 


OH 


2-ethyl-4-pyridyl 


NH 


propyl 


OH 


2-methoxy-4-pyridyl 


NH 


propyl 


OH 


2^thoxy-4-pyridyl 


NH 


propyl 


OH 


2-chloro-4-pyridyl 


NH 


propyl 


OH 


2-dimethylamino-4-pyridyl 


NH 


propyl 


OH 


2-(l-pyrrolidiiiyl)-4-pyridyl 


NH 


propyl 


OH 


2-piperidiiio-4-pyr3dyl 


NH 


propyl 


OH 


2-niorphoLmo-4-pyridyl 


NH 


propyl 


OH 


2-iaethylthio-4-pyridyl 


NH 


propyl 


OH 


2-p3rrazinyl 


NH 


propyl 


OH 


5-metbyl-2-pyrazinyl 


NH 


propyl 


OH 


5-ethyl-2-pyrazinyl 


NH 


propyl 


OH 


5-methozy-2-pyraziiiyl 


NH 


propyl 


OH 


5-etlioxy-2-pyrazinyl 


NH 


propyl 


OH 


5-chloro-2-pyTazinyl 


NH 


propyl 


OH 


6-ineilLyl-2-pyrazinyl 


NH 


propyl 


OH 


6-methoxy-2-pyrazinyl 


NH 


propyl 


OH 


6-chloro-2-pyrazinyl 



26 



wo 02/085905 



PCT/JP02/03727 



X 




R« 


Y 


NH 


propyl 


OCOOMe 


2-pyridyl 


NH 


propyl 


OCOOMe 


3-pvridvl 


NH 


prODvl 


OCOOMe 




NH 




OCOOMe 


2-Tn p thvl - 3-t> v?n dvl 


NH 


tlTOTlvl 


OCOOMe 


^ AUdfuyx'u pyxxuy J. 


NH 


prupjr J. 


onooMft 


o xixxjuiijf 1 o pyxiuyj 








©•me wiyi*' o "pyxiay a 


MR 


prupyx 


VJ O v V^lVAc 


^-ebiiyi-O'pyTiQyi 


MTT 


propyl 


\JKf\J\JiSXK 


^-etJiy 1- □ -p y nay 1 


iNXl 


propyl 


vjowujxie 


D-etnyi-d-pyriuyi 


vrtr 
IN XI 


propyl 




D-e tnyi- o-pyndyi 


MTT 
JNU 


propyl 


vj\-»uL>ivie 


j-metnoxy-o-pyriclyl 


KHPT 
IMll 


propyl 




4-inettioxy-a-pyxia.yl 


iNll 


propyl 




5-ineEiioxy-a-p3muyi 


JVrl 


propyl 




6-raethoxy-3-pyridyl 




propyl 


yjKAJKJxiOM 


Z-etnoxy-o-pynayl 


IN 11 


propyl 




4-etiioxy- a-pynayl 


XTTJ 
INJtl 


propyl 


UoUUJVLe 


o-etnoxy-o-pyriayl 


INJCl 


propyl 


\JvyLfAjivie 


b-etnoxy- a-pynayi 




piopyl 


k/L'UUJ.vj.e 


2-cliloro-3-pyndyl 


JNU 


propyl 




4-cJtUoro-o-pynayl 


JNXi 


propyl 


L!L»Lf\JiVie 


o-cmoro- o -pynayi 


\TTT 


propyl 




o-cjaioro-o-pynayi 


xvn 


propyl 


^Owi^ivie 


A>iiuoro-o-pyriQLyi 


NTT 


propyl 




^-iJLuoro-o-pyriayi 


NH 


propyl 




t>"Xi\w>ro- o "pyxiciyi 


NTT 


piupyx 




O'Xiuorti- o 'py X iciyi 


NH 




OGOOMb 


£i vuy saxth i nv v py * J\i.yx 


NH 

X^ XX 




OCOOMe 


VUXUIC blljr XWilH HiW*<J**py X XUjf Jk 


NH 




OCOOMe 

V/ V-/ vy \^xvxc 


K-lllTTIP^Kvl Q TTI in rt-J^»T%Vl*4j1 vl 


NH 


ToroTavl 


OCOOMe 

rX>^# 


fi-iTiTOctKvIawiiiio-S-TJvTi <1 vl 


NH 


oroDvI 


OCOOMe 


2-^ l^TivrrolidinvH - 3-T5vri dvl 

X# \ A jfj X X VX^VX^JU^ JLy V X X X 


NH 


DrODvl 


OCOOMe 


3-^l*-T>viTrolidinvl^*3-'nvridvl 

v y^x ^#jrX X vxxtxxjLAjr xy v I^JrxxviLjrx 


NH 


DroDvl 


OCOOMe 


5-^1 -"ovrroli din vlVS-oviidvl 


NH 


propyl 


OCOOMe 


6- (l-pyrrolidmyl)-3-pyridyl 


NH 


propyl 


OCOOMe 


2-pip eridino-3-py ridyl 


NH 


propyl 


OCOOMe 


4-pip eridino - 3-pyridyl 


NH 


propyl 


OCOOMe 


6-piperidino-3-pyridyl 


NH 


propyl 


OCOOMe 


6-pq[>eridiiio- 3-pyridyl 


NH 


propyl 


OCOOMe 


2-morpholino-3-pyridyl 


NH 


propyl 


OCOOMe 


4-morpholino- 3-pyridyl 


NH 


propyl 


OCOOMe 


5-morpholano- 3-pyridyl 


NH 


propyl 


OCOOMe 


6- morpholino- 3-pyridyl 


NH 


propyl 


OCOOMe 


2-liy droxy- 3-pyridyl 


NH 


propyl 


OCOOMe 


4-liy droxy- 3-pyridyl 


NH 


propyl 


OCOOMe 


5-hydroxy- 3-pyridyl 


NH . 


propyl 


OCOOMe 


6-hydroxy-3-pyridyl 



27 



NH 


propyl 


OCOOMe 


2-mercap to- 3-pyridyl 


NH 


propyl 


OCOOMe 


4>mercapto-d-pyridyl 


NH 


propyl 


OCOOMe 


5-mercapto- 3-pyridyl 


NH 


propyl 


OCOOMe 


6-mercap to- 3-pyridyl 


NH 


propyl 


OCOOMe 


2-methyltlno-3-pyridyl 


NH 


propyl 


OCOOMe 


4-methylt}iio-3-py7idyl 


NH 


propyl 


OCOOMe 


5-methyltliio-3-pyridyl 


NH 


propyl 


OCOOMe 


6-in ethylthio-3-pyridyl 


NH 


propyl 


OCOOMe 


2,6-dimetliyl-3-pyridyl 


NH 


propyl 


OCOOMe 


6»6*diinethyl-3-pyridyl 


NH 


propyl 


OCOOMe 


2,6-dietliyl-3 .pyridyl 


NH 


propyl 


OCOOMe 


5,6-diethyl-3-pyridyl 


NH 


propyl 


OCOOMe 


2,6-dimethox7-3-pyridyl 


NH 


propyl 


OCOOMe 


5,6-dimethoxy-3-pyridyl 


NH 


propyl 


OCOOMe 


2, 6-diethoxy-3-pyridyl 


NH 


propyl 


OCOOMe 


5, 6-diethoxy- 3-pyridyl 


NH 


propyl 


OCOOMe 


2,6-dichloro-3-pyridyl 


NH 


propyl 


OCOOMe 


5 , 6-dichloro-3-pyridyl 


NH 


propyl 


OCOOMe 


5-chloro-6-nethoxy-3-pyrldyl 


NH 


propyl 


OCOOMe 


5-chloro- 6-ethoxy-3 -pyridyl 


NH 


propyl 


OCOOMe 


2-cliloro-6-methyl-3-pyridyl 


NH 


propyl 


OCOOMe 


6-chloro-2-inethyl- 3-pyridyl 


NH 


propyl 


OCOOMe 


2-methyl-4-pyridyl 


NH 


propyl 


OCOOMe 


2-ethyl-4-pyridyl 


NH 


propyl 


OCOOMe 


2-metlioxy-4-p3oridyl 


NH 


propyl 


OCOOMe 


2-ctho3Ey-4-pyridyl 


NH 


propyl 


OCOOMe 


2-clilorD-4-pyTidyl 


NH 


propyl 


OCOOMe 


2-di3nethylamino-4 -py ridyl 


NH 


propyl 


OCOOMe 


2- (1 -pyrrolidiny l)-4-pyridyl 


NH 


propyl 


OCOOMe 


2-piperidino-4-pyridyl 


NH 


propyl 


OCOOMe 


2-morpliolino-4-pyridyl 


NH 


propyl 


OCOOMe 


2-metliylthio-4-pyridyl 


NH 


propyl 


OCOOMe 


2-pyrazinyl 


NH 


propyl 


OCOOMe 


5-niethyl-2-pyraziiiyl 


NH 


propyl 


OCOOMe 


6-ethyl-2-pyra2iDLyl 


NH 


propyl 


OCOOMe 


5-methozy-2-p yrazinyl 


NH 


propyl 


OCOOMe 


5-etlioxy-2-pyra2iiiyl 


NH 


propyl 


OCOOMe 


5-cliloro-2-pyrazinyl 


NH 


propyl 


OCOOMe 


6-methyl-2-pyra2inyl 


NH 


propyl 


OCOOMe 


6-methoxy-2-pyraziiiyl 


NH 


propyl 


OCOOMe . 


6-chloro-2-pyrazinyl 



28 



wo 02/085905 



PCT/JP02/03727 



X 


-in ■ 




y 


NH 


propyl 


OCOOEt 


2-pyridyl 


NH 


propyl 


OCOOEt 


3-pyridyl 


NH 


propyl 


OCOOEt 


4-pyridyl 


NH 


propyl 


OCOOEt 


2-methyl-3-pyridyl 


NH 


propyl 


OCOOEt 


4-inethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


5-methyl-3-pyridyl 


NH 


propyl 


OCOOEt 


6-methyl-3-pyridyl 


NH 


propyl 


OCOOEt 


2-ethyl-3-pyTidyl 


NH 


propyl 


OCOOEt 


4-ethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


5-ethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


6-ethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


2-methoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


4-methoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


5-inethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


6-iae thoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


2-ethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


4-ethoxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


5 -ethoxy-S^pyridyl 


NH 


propyl 


OCOOEt 


6-ethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


2-chloro-3-pyTidyl 


NH 


propyl 


OCOOEt 


4-chloro-3-pyridyl 


NH 


propyl 


OCOOEt 


5-chloro- 3-pyridyl 


NH 


propyl 


OCOOEt 


6*chlaro-3-pyxidyl 


NH 


propyl 


OCOOEt 


2-jEluoro- 3-pyridyl 


NH 


propyl 


OCOOEt 


4-fluoro-3-pyTidyl 


NH 


propyl 


OCOOEt 


5-fluoro-3-pyTidyl 


NH 


propyl 


OCOOEt 


6-£luoro-3-pyridyl 


NH 


propyl 


OCOOEt 


2-dimethylainino-3-pyridyl 


NH 


propyl 


OCOOEt 


4-dimethyiamino- 3-pyridyl 


NH 


propyl 


OCOOEt 


S-dimethylamino-S-pyridyl 


NH 


propyl 


OCOOEt 


6-dimethylamino-3-pyridyl 


NH 


propyl 


OCOOEt 


2-(l-pyrrolidinyl)-3-pyridyl 


NH 


propyl 


OCOOEt 


3-(l-pyrrolidinyl)-3-pyridyl 


NH 


propyl 


OCOOEt 


5-(l-pyTrolidinyl)-3-pyridyl 


NH 


propyl 


OCOOEt 


6-(l-pyxrolidiiiyl)-3-pyridyl 


NH 


propyl 


OCOOEt 


2-piperidiiio- 3-pyridyl 


NH 


propyl 


OCOOEt 


4-pip dridino- 3-pyridyl 


NH 


propyl 


OCOOEt 


5-piperidino-3-pyridyl 


NH 


propyl 


OCOOEt 


6-pip eridino- 3-pyridyl 


NH 


propyl 


OCOOEt 


2-inorpholino-3-pyridyl 


NH 


propyl 


OCOOEt 


4-morpliolino-3-pyridyl 


NH 


propyl 


OCOOEt 


5-niorpholino- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-morpholino- 3 -pyridy 1 


NH 


propyl 


OCOOEt 


2-hydroxy-3-pyridyl 


NH 


propyl 


OCOOEt 


4-hydroxy-3-pyridyl 


NH 


propyl 


OCOOEt 


5-hy droxy- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-hydroxy-3-pyridyl 



29 



wo 02/085905 



PCT/JP02/03727 



JNxi 


propyl 


UL.UUr<t 


2-mercapto-d-pyridyl 


XTXJ 

NJtl 


propyl 




4-mercapto-3-pyndyl 


Nil 


propyl 


OCOOJSt 


5-mercapto-3-pynayl 


NH 


propyl 


OCOOEt 


o-mercap to-3-pyndyl 


NH 


propyl 


OCOOEt 


2-methylthio-3-pyrxdyl 


NH 


propyl 


OCOOEt 


4-methylthio-3-pyTidyl 


NH 


propyl 


OCOOEt 


5-methylthio-3-pyridyl 


NH 


propyl 


OCOOEt 


6-me thylthio- 3-pyridyi 


NH 


propyl 


OCOOEt 


2,6'dimethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


6, 6-dimethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


2,6-diethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


5.6-diethyi-3-pyridyl 


NH 


propyl 


OCOOEt 


2,6-di]xiethQ3cy-B-pyridyl 


NH 


propyl 


OCOOEt 


5, 6-diinetlioxy-3-pyridyl 


NH 


propyl 


OCOOEt 


2, 6-diethoxy-3-p3rridyl 


NH 


propyl 


OCOOEt 


5,6-dietiioxy-3-pyridyl 


NH 


propyl 


OCOOEt 


2, 6-dichloro-3-pyTidyl 


NH 


propyl 


OCOOEt 


5, 6-dichloro-3-pyridyl 


NH 


propyl 


OCOOEt 


5-chloro-6-ioethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


5-cliloro-6-ethoxy-3-pyridyl 


NH 


propyl 


OCOOEt 


2-chlor o-6-methyl- 3-pyridyl 


NH 


propyl 


OCOOEt 


6-chloro-2-iiiethyl-3-pyridyl 


NH 


propyl 


OCOOEt 


2-methyl-4-pyridyl 


NH 


propyl 


OCOOEt 


2-ethyl-4-pyridyl 


NH 


propyl 


OCOOEt 


2-methoxy- 4-pyridyl 


NH 


propyl 


OCOOEt 


2-ethoxy-4-pyridyl 


NH 


propyl 


OCOOEt 


2-chloro-4-p3rri dy 1 


NH 


propyl 


OCOOEt 


2-dimetliylamino-4-pyridyl 


NH 


propyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyridyl 


NH 


propyl 


OCOOEt 


2-paperidino-4-pyridyl 


NH 


propyl 


OCOOEt 


2-morpholino-4-pyridyl 


im 


propyl 


OCOOEt 


2-metliylthio-4-pyridyl 


NH 


propyl 


OCOOEt 


2-pyrazinyl 


NH 


propyl 


OCOOEt- 


6-me tliyl-2 -pyrazinyl 


NH 


propyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


NH 


propyl 


OCOOEt 


5-in eth.oxy-2-pyra2dnyl 


NH 


propyl 


OCOOEt 


5-etlioxy-2-pyrazinyl 


NH 


propyl 


OCOOEt 


5-chloro-2-pyrazinyl 


NH 


propyl 


OCOOEt 


6-inethyl-2-pyra2inyl 


NH 


propyl 


OCOOEt 


6*methoxy-2-pyrazinyl 


NH 


propyl 


OCOOEt 


6-chloro-2-pyrazijiyl 



30 



wo 02/085905 



PCT/JP02/03727 



A 




A 


I 


iNxl 


n-Duiyi 


\Jrx 


z-pyriayi 


XTET 

ritl 






o-pyriQyl 


Nxl 


n-Dutyl 




4-pyridyl 


NH 


X--J__l 

n-Dutyl 


OH 


2-iaetbyl-3-pyridyl 


Nil 


ii-bulyl 


OH 


4-me thyl^ 3-pyriayl 


NH 


n-butyl 


OH 


5-jnethyJ-3-pyridyl 


NH 


n-butyl 


OH 


6-metnyl-3-pyndyl 


NH 


n-butyl 


OH 


2-ethyl-3-pyiidyl 


NH 


n<-butyl 


OH 


4-e tnyl- 3-pyndyl 


NH 


n-butyl 


OH 


5-ethyl-3-pyTidyl 


NH 


n-butyl 


OH 


6-ethyl- S-pyxidyl 


NH 


n-butyl 


OH 


2-methoxy- 3-pyridyl 


NH 


n-butyl 


OH 


4-metboxy- 3-p yridyl 


NH 


n-butyl 


OH 


5-methozy- 3-pyr idyl 


NH 


n-butyl 


OH 


6-methoxy-3-pyridy) 


NH 


n-butyl 


OH 


2-etJlioxy-3-pyTidyl 


NH 


n-butyl 


OH 


4-ethoxy-3-pyridyl 


NH 


n-butyl 


OH 


5-etboxy-3-pyridyl 


NH 


n-butyl 


OH 


6-ethoxy-3-pyridyl 


NH 


n-butyl 


OH 


2-chloro-3-pyridyl 


NH 


n-butyl 


OH 


4-chlor o- 3-pyxi dy 1 


NH 


n-butyl 


OH 


5-chloro- 3-pyridyl 


NH 


n-butyl 


OH 


6-chlor 0- 3-pyridyl 


NH 


n-butyl 


OH 


2-fluoro- 3 -pyridyl 


NH 


n-butyl 


OH 


4-£luQro-3-pyzidyl 


NH 


n-butyl 


OH 


6-fluoro- 3 -pyndyl 


NH 


n-butyl 


OH 


6-fluoro- 3-pyndyl 


NH 


111 
n-butyl 


OH 


2-dmi etnylami no- 3-pyridyl 


"V TXT 

NH 


n-butyl 


OH 


4-diinethylamino-3-pyndyl 


VTTT 

NH 


n-butyl 


OH 


5-dimethylainino-3-p3nndyl 


XTTT 

NH 


n-butyl 


On 


6-dimethylamino-3-pyTidyl 




n-butyl 




2- ( 1-pyrrolidiny 1)- 3 -pyridy 1 




n-butyl 


Oil 


3-{l-pyrrolidinyl)-3-pyridyl 




n-butyl 




1 -p y TToiiamy 1 ) - o -pynay i 






OH 




NH 


n-butyl 


OH 


2-piperidino-3-p3rridyl 


NH 


n-butyl 


OH 


4-piperidino-3-pyridyl 


NH 


n-butyl 


OH 


5-piperidino-3-pyridyl 


NH- 


n-butyl 


OH 


6-piperidiQo- 3 -pyridyl 


NH 


n-butyl 


OH 


2-morpholino-3-pyridyl 


NH 


n-butyl 


OH 


4-ni orpholino- 3 -pyridyl 


NH 


n-butyl 


OH 


5-inorpholino- 3-pyridyl 


NH 


n-butyl 


OH 


6-morpholino-3-pyridyl 


NH 


n-butyl 


OH 


2-hydxoxy-3-pyridyl 


NH 


n-butyl 


OH 


4-liydroxy-3-pyridyl 


NH 


n-butyl 


OH 


5-hydroxy-3-pyridyl 


NH 


n-butyl 


OH 


6-hydroxy-3-pyridyl 



31 



wo 02/085905 PCT/JP02/03727 



NH 


n-tutvl 


OH 




NH 




OH 




NH 


Ti - n 11 4t7 1 
u u u i>y J. 


OH 


tj-zu6xC£ipbO*o-pyriayi 


1SJH 


U" Dubyx 




D-mercap bO- o-pyrmyj 


NTT 

IN XX 


n- Duty J 




i£-me t nyitmo - o -pynay 1 


WW 






4-metJDyitnio-o-pyriayl 


JNxl 


n-outyj 




o-inetJayitmo-o-pynayl 


JNxl 




|-\TT 

UH 


6-metnyltnio-3-pyriayl 


XTTT 

XsJxl 


n-butyl 


/^TT 

OH 


2,€-dimethyl-3-pyndyl 


NH 


n-Dutyl 


OH 


5,6-diinethyl-3-pyndyl 


XTTT 

NH 


n-Dutyl 


OH 


2,6-diethyl-3-pyndyl 


NH 


n-Dutyl 


OH 


5,6-diethyl-3-pyndyl 


NH 


n-butyl 


OH 


2,6-diniethoxy-3-pyridyl 


XTTT 

NH 


n-butyl 


OH 


5,6-dmietnozy-3-pyndyl 


VTTT 


n-butyl 


OH 


2, 6-diethoxy-3-pyndyl 


NH 


n-butyl 


OH 


5,6-dietlioxy-3-pyTidyl 


NH 


n-butyl 


OH 


2, 6-dichloro-3-pyridyl 


NH 


n-butyl 


OH 


5, 6-dichloro-3-pyridyl 


NH 


n-oulyl 


OH 


5-chloro-6-inet hoxy-3-pyr idy 1 


NH 


n-butyl 


OH 


5-cmoro-6-ethoxy-3-p3mdyl 


^ ■ ■■■■ 

NH 


n-butyl 


OH 


2-chloTO-6-methyl-3-pyridyl 


NH 


n-butyl 


OH 


6-cnloro-2-metliyl-3-pyndyl 


NH 


u-butyl 


OH 


2-niethyl-4-pyridyl 


NH 


n-butyJ 


OH 


2-etliyl-4-pyridyI 


NH 


n-butyl 


OH 


2-inetlioxy-4-pyridyl 


XTTT 

NH 


n-butyl 


OH 


2-ethoxy-4-pyTidyl 


"KTTT 

NH 


n-butyl 


OH 


2-chloro-4-pynayl 


XTTT 

NH 


n-butyl 


OH 


2-dime thylamino-4-pyridyl 


XTTT 

NH 


n-butyl 


OH 


2-(l-pyrrobdinyl)-4-pyndyl 


XTTT 
NH 


n-butyl 


OH 


2-pipendjno-4-pyridyl 


XTTT 
INXl 


n-Duiyi 


OH 


2-inorpliolino-4-pyridyl 


NH 


n-butyl 


OH 


2-methylthio-4-pyTidyl 


NH 


n-butyl . 


OH 


2-pyrazmyl 


NH 


n-buiyl 


OH 


5-metliyl-2-pyrazinyl 


NH 


n-butyl 


OH 


5-ethyl- 2-pyrazmyl 


NH 


n-butyl 


OH 


5-me thoxy- 2-pyrazinyl 


NH 


n-butyl 


OH 


5-ethoxy-2-pyraziny] 


NH 


n-butyl 


OH 


5-chloro-2-pyrazinyl 


NH 


n-butyl 


OH 


6- methyI-2-pyr azinyl 


NH 


n-butyl 


OH 


6-nie thoxy- 2-pyrazinyl 


NH 


n-butyl 


OH 1 6-chloro-2-pyra2inyl 



32 



wo 02/085905 PCT/JP02/03727 



X 






Y 


NH 


n-butyl 


OCOOMe 


2-pyridyl 


NH 


n-butyl 


OCOOMe 


3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-methyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-xnetbyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-metbyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


e-methyl-S-pyridyl 


NH 


n-butyl 


OCOOMe 


2-etIiyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-etliyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-e thy 1- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-ethyl- 3-pyxidyl 


NH 


n-butyl 


OCOOMe 


2-metboxy-3-pyridyl 


NH 


n-buiyl 


OCOOMe 


4'methoxy- 3-pyridyl 


NH 


•n-butyl 


OCOOMe 


5-inethoxy- 3-pyridyl 


Nil 


n-butyl 


OCOOMe 


6-me thoxy- S-pyxidyl 


NH 


n-butyl 


OCOOMe 


2-e tboxy- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-etlioxy-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-ethoxy-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-cthoxy-3-pyridyl 


NH ^ 


n-butyl 


OCOOMe 


2-chloro-3-pyridyl 


NH 


n-buiyl 


OCOOMe 


4-chloro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-chloro- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-chloro-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-fluoro- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-fluoTo-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-iluoro-3-p3nddyl 


NH 


n-butyl 


OCOOMe 


6-fluoro-3-pyTidyl 


NH 


n-butyl 


OCOOMe 


2-dimethylamino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-dimethylainino-3-pyridyl 


NH 


• n-butyl 


OCOOMe 


5- dimethylamino-S-pyridyl 


NH 


n-butyl 


OCOOMe 


6-dimetliylainino- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OCOOMe 


3-(l-pyrrolidiiiyI)- 3 -pyridyl 


NH 


n-butyl 


OCOOMe 


5-(I-pyrrolidinyl)-3-pyridyl . 


NH 


n-butyl 


OCOOMe 


6-(l-pyrroHdinyl)-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-piperldinu-3-pyridyl 


NH 


n-butyl 


OCOOMe 


4-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-piperidinD-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-m orpbolino- 3 -pyridyl 


NH 


n-butyl 


OCOOMe 


4-morpholino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-morpbolino- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-morpholino-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-hydToxy-3-p3m*dyI 


NH 


n-butyl 


OCOOMe 


4-hydroxy-3-pyridyl 


NH 


n-buty] 


OCOOMe 


5-hydroxy- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-bydroxy-3-pyridyl 



33 



wo 02/085905 



PCT/JP02/03727 



NH 




OCOOMe 


2-mercapto-S-pyridyl 


NH 


n-butyl 


OCOOMe 


4-mercapto-S-pyTidyl 


NH 


n-butyl 


OCOOMe 


5-mercapto-3-pyridyl 


NH 


* n-butyl 


OCOOMe 


6-mercapto-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-methyltluo*8-pyridyl 


NH 


n-butyl 


OCOOMe 


4-methyltluo-3-pyTidyl 


NH 


n-butyl 


OCOOMe 


5-inethylthio-3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-niethylthio-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2,6-dimetliyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


5,6-dLinethyl- 3-pyTidyl 


NH 


n-butyl 


OCOOMe 


2,6-diethyl.3-pyridyl 


NH 


n-butyl 


OCOOMe 


5, 6-diethyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2,6-dimethoxy- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


5,6-dimethoxy-3-pyTidyl 


NH 


n-butyl 


OCOOMe 


2, 6-die thoxy-S-pyridyl 


NH 


n-butyl 


OCOOMe 


5, 6-diethoxy-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2,6':dichloro-3-pyndyl 


NH 


n-butyl 


OCOOMe 


5,6-dichloTO- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


5-chloro-6-met hoxy-3-pyr i dyl 


NH 


n-butyl 


OCOOMe 


5- chloro- 6-etlioxy- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-cbloro-6-methyl- 3-pyridyl 


NH 


n-butyl 


OCOOMe 


6-chloro-2-metliyl-3-pyridyl 


NH 


n-butyl 


OCOOMe 


2-methyl-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-ethyl-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-methoxy-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-ethoxy-4-pyxidyl 


NH 


n-butyl 


OCOOMe 


2-chJoro-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-dimethylaniino-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-(l -pyrrolidinyl)-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-pip eridino-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-morpholino-4-pyridyl 


NH 


n-butyl 


OCOOMe 


2-Daetbylthio-4-pyTidyl 


NH 


n-butyl 


OCOOMe 


2-pyra2inyl 


NH 


n-butyl 


OCOOMe 


5-niethyl-2-pyTazinyl 


NH 


n-butyl 


OCOOMe 


5-ethyl-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


5-metboxy-2-pyTazinyl 


NH 


n-butyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


5-chloro-2-p3nrazinyl 


NH 


n-butyl 


OCOOMe 


6-methyl-2-pyrazinyl 


NH 


n-butyl 


OCOOMe 


6-methoxy-2-pyrazii^l 


NH 


n-butyl OCOOMe 


6-cliloro-2-pyrazinyl 



34 



X 






T 


NH 


n-butyl 


OCOOEt 


2-pyridyl 


NH , 


n-btityl 


OCOOEt 


3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-inethyl-3-pyiidyl 


NH 


n-butyl 


OCOOEt 


4-methyI- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-mcthyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-methyl- 3 -pyridyl 


NH 


n-butyl 


OCOOEt 


2-etliyl-3-pyridyl 


NH 


n-lrutyl 


OCOOEt 


4-etliyl-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-ethyl-3-pyxidyl 


NH 


n-butyl 


OCOOEt 


6-ethyl- 3 -pyridyl 


NH 


n-butyl 


OCOOEt 


2-metboxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-niethoxy-d-pyridyl 


NH 


n-butyl 


OCOOEt 


6-Biethoxy-3-pyxidyl 


NH 


n-butyl 


OCOOEt 


6-metho3ty-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2'etboxy- 3 -pyridyl 


NH 


n-butyl 


OCOOEt 


4-etlio3cy-3-pyridyl 


NH 


n-bu^l 


OCOOEt 


5-etho3cy-3-pyndy] 


NH 


n-butyl 


OCOOEt 


6-e thoxy- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-chloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-ahloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


C-chloro-S-pyridyl 


NH 


n-butyl 


OCOOEt 


6-cliloro- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-fluoro-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-jfluoro-3"pyridyI 


NH 


n-butyl 


OCOOEt 


6-Jluoro-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-dimethylamino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-dimethylamino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-dim ethylamino-3-pyridy 1 


NH 


n-butyl 


OCOOEt 


6-dim ethylamino-3-pyTidyi 


NH 


n-butyl 


OCOOEt 


2- (1 -pyrrolidiny])- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


3-{l-pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6- (l-pyrrolidinyl)-3 -p3rridyl 


NH 


n-butyl 


OCOOEt 


2-piperidino-3-p3rridyl 


NH 


n-butyl 


OCOOEt 


4-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


5-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-piperidino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2-morpbolino-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-moTplaolino-3-pyxidyl 


NH 


n-butyl 


OCOOEt 


5-morpholino-3 -pyridyl 


NH 


n-butyl 


OCOOEt 


6-morpho]ino-8-p3nridyl 


NH 


n-butyl 


OCOOEt 


2-hydroxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


4-liy droxy- 3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-liydrQxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


6-hydTO-xy-3-pyridyl 



35 



NH 




OCOOEt 


2-ITl 51 nt fV-?l»Tl VT1 f?V^ 


NH 


n-hu'tvl 


OCOOEt 


/!• Tn of/*a n 4" n-5l_Ti in*i H v1 


NTT 




W Vy W WJJJ b 


o-mercdp to* o-pynayi 






onnniiit 


D-izierc3.pro~u-pyriCLyi 


NTT 






^-ni einyi tnio -o-pyri uy i 


MXJ 
INXl 


U-DVLiyi 




4-niemyitmo-o-pyTiayi 


PsJ Jj. 


u-Dutyi 




0 -metnyltnio-o -pynayl 


XTRT 
JNXl 






o-nietnyltmo-3-pynayl 


JNil 


n- butyl 


OLUUiSt 


2, b-dunethyl- 3-pyridyl 


xTcr 


n-outyl 


OCfOUUit 


5,6-aimethyl-3-p3rTiayl 


XTTJ 

IMJnl 


111 

n-Dutyl 




2,6-aietnyl-3-pyndyl 


NH 


n>butyl 


OCOOEt 


6, e-diethyJ-S-pyndyl 


NH 


n-butyl 


OCOOEt 


2, 6-dimetnoxy-3-pyridyl 


NH 


n-butyi 


OCOOEt 


5, 6-dimethoxy-3-pyndyJ 


XTTT 

NH 


n-butyl 


OCOOEt 


2,6-aiethoxy-3-pyndyl 


NH 


n-butyl 


OCOOEt 


5,6-diethoxy-3-pyridyl 


NH 


n-butyl 


OCOOEt 


2, 6-dicnloro- 3-pyndyl 


NH 


n-butyl 


OCOOEt 


5, 6-dichloro-3-pyndyl 


NH 


n-butyl 


OCOOEt 


5-chloro-6-i3et hoxy-3-pyr 1 dy 1 


X TXT 

NPI 


n-Dutyl 


OCOOEt 


5-cnloro-6-ethoxy-3-pyridyl 


NH 


T- i 1 

n-butyl 


OCOOEt 


2-chloro- 6-m etnyl- S-pyndyl 


TkTTT 

NH 


n-butyl 


OCOOEt 


6-cnloro-2-methyl-3-pyndyl 


XTTT 

NH 


n-bu1yl 


OCOOEt 


2-meth.yl-4-p3mayl 


NH 


n-butyl 


OCOOEt 


2-ethyl-4-p3rridyl 


NH 


n-butyl 


OCOOEt 


2-metlioxy-4-p3rridyl 


NH 


n-butyl 


OCOOEt 


2-etnoxy-4-pyndyl 


XTTT 


n-butyl 


OCOOEt 


2-chlora- 4-pyndyl 


XTTT 

NH 


n-butyl 


OCOOEt 


2-dimethylammo-4-pyndyl 


XTTT 

NH 


n-butyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyxidyl 


XT» ■ 

NU 


n-butyl 


OCOOEt 


2-p ipendino-4-pyndyl 


TSJTT 

In XX 


n-omyx 




^ -m orp noiuio-4-pynayi 


NH 


n-butyl 


OCOOEt 


2-zn ethylthio-4-pyridyl 


NH 


n-butyl 


OCOOEt 


2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


5-methyl-2-pyTazinyl 


NH 


n-butyl 


OCOOEt 


5-ethyl-2-pyra2inyl 


NH 


n-butyl 


OCOOEt 


5-in e tlioxy-2-pyraziny 1 


NH 


n-butyl 


OCOOEt 


5-ethozy-2-pyrazmyl 


NH 


n-butyl 


OCOOEt 


5-cliloro-2-pyTazinyl 


NH 


n-butyl 


OCOOEt 


6-methyl-2-pyTazinyl 


NH 


n-butyl 


OCOOEt 


6-metlioxy-2-pyrazinyl 


NH 


n-butyl 


OCOOEt 


6-chloro-2-pyTazmyl 



36 



wo 02/085905 PCT/JP02/03727 



A 


pi 


rt 




TvTTJ 






^-pyriayl 


TvTTJ 


n-pentyl 


Uxl 


S-pyiidyl 




n-pentyl 


Uxl 


4-pyridyl 


NH 


n-pentyl 


OH 


2-niethyl- 3-pyridyl 


NH 


n-pentyl 


OH 


4-metnyl-3-pyxidyl 


NH 


n-pentyl 


OH 


5-iQ ethyl- 3-pyTidyl 


NH 


n-pentyl 


OH 


6-methyl-3-pyndyl 


NH 


n-pentyl 


OH 


2-ethyl-3-pyridyl 


NH 


n-pentyl 


OH 


4-ethyl-3-pyridyl 


NH 


n-pentyl 


OH 


5-ethyl-3-pyridy] 


NH 


n-pentyl 


OH 


6-ethyl-3-pyridyl 


NH 


n-pentyl 


OH 


2-me thoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


4-metLoxy-3-pyridyl 


NH 


n-pentyl 


OH 


5-ractli03ry-3-pyridyl 


NH 


n-pentyl 


OH 


6-inethoxy- 3-pyridyl 


NH 


n-pentyl 


OH 


2-etiioxy -3-pyridyl 


NH 


n-pentyl 


OH 


4-ethoxy-3-pyridyl 


NH 


n-pentyl 


OH 


5-ethoxy-3-pyridyl 


NH 


n-pentyl 


OH 


6-ethoxy- 3-pyiidyl 


NH 


n-pentyl 


OH 


2-chloro-3-pyridyl 


NH 


n-pentyl 


OH 


4-chloro-3-pyridyl 


NH 


n-pentyl 


OH 


5-chioro-3-pyridyl 


NH 


n-pentyl 


OH 


6-chloro-3-pyridyl 


NH 


n-pentyl 


OH 


2-fluoro- 3-pyridyl 


NH 


n-pentyl 


OH 


4-£luoro- 3-pyridyl 


NH 


n-pentyl 


OH 


5-fluoro-3-pyridyl 


NH 


n-pentyl 


OH 


6-fluoro-3-pyridyl 


NH 


n-pen<yl 


OH 


2-dimethylamino-3-pyiidyl 


NH 


n-pentyl 


OH 


4-dim e thy la m ino - 3-pyri dyl 


NH 


n-pentyl 


OH 


6-dimetnylammo-3-pyndyl 


NH 


n-pentyl 


OH 


6-diinethylaniino-3-pyridyl 


NH 


n-pentyl 


OH 


2-(l -pyrxolidinyl) - 3-pyndyl 


NH 


n-pentyl 


OH 


3- (l-pyrrolidijay 1) - S-pyridyl 


TvTTJ 
NH 


n-pentyl 


Oxl 


5-(l-pyrroiidinyl>3-pyriayl 


XTTT 

NH 


n-pentyl 


OH 


6-(l-pyrrolidinyl)-3-pyndyl 


Nil 


n-pentyl 




2-pip eridino- 3-pyridyl 


NTT 


Tl mV\ 0 VI +vl 
XI -J^ CXI itjf* 




fft-pipBriciixio- 0"{jy iitxyx 


NH 


n-pentyl 


OH 


5-piperidino- 3-pyridyl 


NH 


n-pentyl 


OH 


6-piperidino-3-pyridyl 


NH 


n-pentyl 


OH 


2-m or pholino- 3 -py ridy 1 


NH 


n-pcntyl 


OH 


4-morpliolino- 8 -py ridy 1 


NH 


n-pentyl 


OH 


6-niorpholino-3-pyridyl 


NH 


n-pentyl 


OH 


6-morpholino-3-p3rridyl 


NH 


n-pentyl 


OH 


2-liy droxy- 3-pyridyl 


NH 


n-pentyl 


OH 


4-hy droxy- 3-pyridyl 


NH 


n-pentyl 


OH 


5-hy droxy- S-pyridyl 


NH 


n-penlyl 


OH 


6-hydroxy-3-pyiidyl 



37 



wo 02/085905 



PCT/JP02/03727 



NH 


n-pentyl 


OH 


2-mercapto-3-pyridyl 


XTTT 

NH 


• * 


OH 


4-meTcapto-3-pyridyl 


NH 


n-pentyl 


OH 


5-mercapto-3-pyridyl 


NH 


n-pentyl 


OH 


6- mer cap to- 3-pyridyI 


NH 


n-pentyl 


OH 


2-methylthio-S-pyTidyl 


NH 


n-pentyl 


OH 


4-methylthio-3-pyridyl 


NH 


n-pentyl 


OH 


6-methylthio-3-p3nridyl 


NH 


n-pentyl 


OH 


6-methylthio-3-pyridyl 


NH 


n-pentyl 


OH 


2,6-dimethyl-3-pyridyl 


NH 


n-pentyl 


OH 


5,6-dixnetliyl-3-pyridyl 


NH 


n-pentyl 


OH 


2,6-diethyI-3-pyridyl 


NH 


n-pentyl 


OH 


5,6-diethyl-3-pyridyl 


NH 


n-pentyl 


OH 


2, G-dimethoxy-S-pyridy 1 


NH 


n-pentyl 


OH 


Sje-dimethoxy-S-pyridyl 


NH 


n-pentyl 


OH 


2,6-diethoxy-3-pyridyl 


NH 


n-pentyl 


OH 


5,6-diethoxy-3-pyridyl 


NH 


n-pentyl 


OH 


2,6-dichloro-3-pyridyl 


NH 


n-pentyl 


OH 


5 , S-dichloro-S-pyridyl 


NH 


n-pentyl 


OH 


5-cbl oro-6-inetboxy-3-py r i dyl 


NH 


n-pentyl 


OH 


5-chloro-6-ethoxy-3-pyridyl 


NH 


n-pentyl 


OH 


2- chloro- 6-in ethyl- 3-pyridyl 


NH 


n-peni^l 


OH 


6-cbloro-2-methyl-3-pyxidyl 


NH 


n-pentyl 


OH 


2-methyi-4-pyridyl 


NH 


n-pentyl 


OH 


2-ethyl-4-pyridyl 


NH 


n-pentyl 


OH . 


2-methoxy-4-pyridyl 


NH 


n-pentyl 


OH 


2-ethoxy-4-py2idyl 


NH 


n-pentyl 


OH 


2-chloro-4-pyridyl 


NH 


n-pentyl 


OH 


2-dimethylamino-4-pyridyl 


NH 


n-pentyl 


OH 


2-( l-pyrrolidinyl) -4-pyri dyl 


NH 


n-pentyl 


OH 


2'pip eridino -4-pyridy 1 


NH 


n-pentyl 


OH 


2-morpholino-4-pyridyl 


NH 


n-pentyl 


OH 


2-inethylthio-4-pyridyl 


NH 


n-pentyl 


OH 


2-pyrazinyl 


NH 


n-pentyl 


OH 


5-methyl-2-pyra2dnyl 


NH 


n-pentyl 


OH 


5-et]3iyl-2-pyrazmyl 


NH 


n-pentyl 


OH 


5-anetlioxy-2-pyrazinyl 


NH 


n-pentyl 


OH 


5-ethoxy-2-pyrazinyl 


NH 


n-pentyl 


OH 


5-chloro-2-pyrazinyl 


NH 


n-pentyl 


OH 


6-methyl-2-pyra2inyl 


NH 


n-pentyl 


OH 


6-inethoxy-2-pyrazmyl 


NH 


n-pentyl 


OH 


6-cbloro-2-pyrazinyl 



38 



wo 02/085905 



PCT/JP02/03727 



A 






Y 


XTTT 

NH 


n-pentyl 


OCOOMe 


2-pyndyl 


NH 


n-pentyl 


OCOOMe 


3-pyridyl 


NH 


n-peatyl 


OCOOMe 


4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4- me thyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-niethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-inethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-cthyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-€thyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5«ethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-ethyl-3-py ridyl 


NH 


n-pentyl 


OCOOMe 


2-niethoxy-3-pyridyl 


NH 


n-pcntyl 


OCOOMe 


4-inethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-methoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-metlioxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-ethoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-ethoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOMe . 


5-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-chloro-3-pyridyl 


NH , 


n-pentyl 


OCOOMe 


4-chloro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-chloro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-ch]oro-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-fluoro-3-pyridyl 


NH 


n-pentyl 


, OCOOMe 


5-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-fluoro- 3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-dimethylamino-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


4-dimetlLylamino-3-pyridyl 


NH 


n-pentyl | 


OCOOMe 


5-dimetliylamino-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-dim ethylamino- 3-pyridyl^ 


NH 


n-pentyl | 


OCOOMe 


2-(l-pyrTolidinyl)-3-pyridyl 


NH 


n-pentyl | 


OCOOMe 


3-(l-pyrrolidinyl)-3-pyridyi 


NH 


n-pentyl | 


OCOOMe 


5-{l-pyrrolidinyl)-3-pyridyl | 


NH 


n-pentyl | 


OCOOMe 


6-(l-pyrrolidinyl)-3-py ridyl | 


"KTtr 
JNJtl 


n-pentyl | 


OCOOMe 


2-piperidino-3-pyxidyl 


NH 


n-pentyl | 


OCOOMe 


4-piperidino-3-pyridyl | 


NH 


n-pentyl | 


OCOOMe 


5-piperidino-3-pyridyl j 


NH 


n-pentyl | 


OCOOMe 


6-piperidino-3-p3rridyl 1 


NH 


n-pentyl 1 


OCOOMe 


2-niorpholino- 3-pyridyl 1 


NH 


n-pentyl | 


OCOOMe 


4-niorpliolino-3-pyridyl | 


NH 


n-pentyl | 


OCOOMe 


5-morpholino-3-pyridyl | 


NH 


n-pentyl | 


OCOOMe 


6-morpliolino- 3-pyridyl 


NH 


n-pentyl | 


OCOOMe 


2-liydroxy- 3-pyridyl 1 


NH 


n-pentyl | 


OCOOMe 


4-hydxoxy-3-pyxidyl | 


NH 


n-pentyl ( 


OCOOMe 


5-hydroxy-3-pyridyl | 


NH 


n-pentyl | 


OCOOMe 


6-liydroxy-3-pyridyl | 



39 



wo 02/085905 



PCT/JP02/03727 



NH 


n-pentyl 


OCOOMe 


2-mercapto- 3-p3mdyl 


XTTT 

NH 


n-pentyl 


OCOOMe 


4-mercap to- 3 -pyridyl 


XTTT 

NH 


n-pentyl 


OCOOMe 


5-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-mercapto-3-pyndyl 


NH 


n-pentyl 


OCOOMe 


2-methylthio- 3-pyndyl 


NH 


n-pentyl 


OCOOMe 


4-met}iyithio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


6-methyltliio-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2,6-dimethyi-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5,6-dimethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe • 


2.6-diethyl-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5,6-dietliyl-3 -pyridyl 


NH 


n-pentyl 


OCOOMe 


2, 6-dimethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5, 6-dim ethoxy-S -pyridyl 


NH 


n-pentyl 


OCOOMe 


2,6-diethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5,6-dietlioxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2, 6-dichloro-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5,6-dicliloro-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


5-chloro-6-iBethoxy-3-pyr i dy 1 


NH 


n-pentyl 


OCOOMe 


5-chloro-6-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-cliloro-6-methyl-3-pyxidyl 


NH 


n-pentyl 


OCOOMe 


6-cliloro-2-m ethy l-S-pyxidyl 


NH 


n-pentyl 


OCOOMe 


2-inetliyl-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-ethyl-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-metlioxy-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-etlioxy-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-chloro-4-py3ridyl 


NH 


n-pentyl 


OCOOMe 


2-dimetliiyla]nino-4-pyTidyl 


NH 


n-pentyl 


OCOOMe 


2-(l-pyiTolidinyl)-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-pip eridino-4-py ridy 1 


NH 


n-pentyl 


OCOOMe 


2-morpliolino-4-pyridyl 


NH 


n-pentyl 


OCOOMe 


2-inethylthio4 -pyridyl 


NH 


n-pentyl 


OCOOMe 


2-pyrazdnyl 


NH 


n-pentyl 


OCOOMe 


5-methyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5-ethyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOMe 


5-xaethoxy-2-py7azinyl 


NH 


n-pentyl 


OCOOMe 


5-ethoxy-2-pyra2inyl 


NH 


n-pentyl 


OCOOMe 


5- clilor o- 2 -py r azinyl 


NH 


n-pentyl 


OCOOMe 


6-me thyl-2-pyra zinyl 


NH 


n-pentyl 


OCOOMe 


6-metlioxy-2-pyra2inyl 


NH 


n-pentyl [ OCOOMe 


6-chloro-2-pyrazinyl 



40 



wo 02/085905 



PCT/JP02/03727 



X 




R2 


Y 


1 TW 

NH 


n-pentyl 


OCOOBt 


2-pyridyl 


NH 


n-pentyl 


OCOOEt 


3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-methyl-3-pyTidyl 


NH 


n-pentyl 


OCOOEt 


4-methyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-niethyl-3 -pyridyl 


NH 


n-pentyl 


OCOOEt 


6-metliyI-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-ethyl-3-pyTidyl 


NH 


n-pentyl 


OCOOEt 


4-ethyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-ethyl-3-pyridyl 


NH 


n-pentyi 


OCOOEt 


6-ethyl- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-metli03ty-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4 -m e tlioxy- S-pyridy 1 


NH 


n-pentyl 


OCOOEt 


5-methoxy-3-pyridyl 


NH 


n-pentyl 


OCOOBt 


6-methoxy-3-pyxidyl 


NH 


n-pentyl 


OCOOEt 


2-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-etlioxy-8-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-etlioxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-ethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-chloro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-chloro- 3-p3rridyl 


NH 


n-pentyl 


OCOOEt 


5-cliloro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-chloro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-fluoro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-fluoro-3-p jnridyl 


NH 


n-pentyl 


OCOOEt 


5 -fluoro-3-py ridy 1 


NH 


n-pentyl 


OCOOEt 


6-fluoro-3-p3nridyl 


NH 


n-pentyl 


OCOOEt 


2-dizae thylamino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-dunethylamino - 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-dimethylamino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-dinietliylamino-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-(l-pyrrolidinyl) -3-pyridyl 


1 NH 


n-pentyl 


OCOOEt 


3-(l-pyrrolidinyl)-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-(l-pyrroUdinyl)- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-(l-pyrrolidinyi)-3-pyridyl 


"NTTJ 
JNrl 


n-pentyl 


OCOOEt 


2-pip e Jidino- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-piperidino- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-pip eridino- 3-pyridyl 


■■ NH 


n-pentyl 


OCOOEt 


6-p ip eridino- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-morph o] in 0- 3 -pyri dyl 


NH 


n-pentyl 


OCOOEt 


4-morpliolino- 3 -pyridyl 


NH 


n-pentyl 


OCOOEt 


5-morphiolino- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-morpholino- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-liy droxy- 3 -pyridyl 


NH 


n-pentyl 


OCOOEt 


4-hydroxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-hydroxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-hydroxy-3-pyridyl 



41 



wo 02/085905 



» 

PCT/JP02/03727 



NH 


n-pentyl 


OCOOEt 


2-mercapto-3-pynayl 


NH 


n-pentyl 


OCOOEt 


4-mercapto-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-mercap to- 3-pyridy 1 


NH 


n-pentyl 


OCOOEt 


6-mercapto-3-pyndyl 


NH 


n-pentyl 


OCOOEt 


2-methylthio-8-pyridyl 


NH 


n-pentyl 


OCOOEt 


4-methy]thio-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-methylthio-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


S-methylthio-S-pyridyl 


NH 


n-pentyl 


OCOOEt 


2,6-dimethyl-d-pyridyl 


NH 


n-pentyl 


OCOOEt 


5,6-di2netliyI-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2,6-dietliyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5,6-dietliyl- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2>6-dimethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6,6-dimethoxy-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2,6-diethoxy-3-pyTidyl 


NH 


n-pentyl 


OCOOEt 


5,6-diethoxy- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2, 6-dichloro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6,6-dicliloro-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


5-chloro-6-iBetboxy-3-pyri dyl 


NH 


n-pentyl 


OCOOEt 


5-chIoro-6-ethoxy-3-p3rridyl 


NH 


n-pentyl 


OCOOEt 


2-chloro- 6-methyl- 3-pyridyl 


NH 


n-pentyl 


OCOOEt 


6-chloro-2-niethyl-3-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-metliyl-4-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-ethyl- 4-py ridyl 


NH 


n-pentyl 


OCOOEt 


2-me thoxy- 4 -pyridy 1 


NH 


n-pentyl 


OCOOEt 


2-e thoxy-4 -pyridyl 


NH 


n-pentyl 


OCOOEt 


2-chloro- 4-pyridyl 


NH 


n>pentyl 


OCOOEt 


2-duaethylaniino-4-pyxidyl 


NH 


n-pentyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyTidyl 


NH 


n-pentyl 


OCOOEt 


2-piperidino-4-pyridyl 


NH 


n-pentyl 


OCOOEt 


2-m orpholino-4-pyri dyj 


NH 


n-pentyl 


OCOOEt 


2-in ethyltliio-4-py ri dyl 


NH 


n-pentyl 


OCOOEt 


2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


6-metliyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-e thy 1- 2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-inethozy-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-ethozy-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


5-chloro- 2-p3rrazinyl 


NH 


n-pentyl 


OCOOEt 


6-methyl-2-pyrazinyl 


NH 


n-pentyl 


OCOOEt 


6-methoxy-2-pyra2inyl 


NH 


n-pentyl 


OCOOEt 


6-chloro-2-pyra2inyl 



42 



wo 02/085905 PCT/JP02/03727 







V 




Propyl 


UJtl 


z-pyriayi 




propyl 


UjI 


o-pynayi , 




propyl 


OH 


4-pyriciyi 




propyl 


OH 


z-metiiyi-o-pynayi 




propyl 


OH 


4-met}iyl-3-pyridyl 


u 


propyl 


OH 


5-methyl-3-pyriayl 


O 


propyl 


OH 


6-methyl- 3-pjrnayl 




propyl 


OH 


2-ethyl-3-pyridyl 


o 


propyl 


OH 


4-etliy]-3>pyridyl 


0 


propyl 


OH 


5-eth.yl-3-pyridyl 


o 


propyl 


OH 


6 - e thyl- 3-pyridy 1 


o 


propyl 


OH 


z-metnoxy- 3-pyndyl 


0 


propyl 


OH 


4-iaethoxy-3-pyridyl 


0 


propyl 


OH 


S-methoxy-S-pyi^dyl 


0 


propyl 


OH 


6-methoxy-3 -py ridyl 


o 


propyl 


OH 


2-e thoxy- 3-pyridy 1 


0 


propyl 


OH 


4-ethoxy-3-pyridyl 


0 


propyl 


OH 


6-etlioxy- 3 -pyridy 1 


0 


propyl 


OH 


e-ettioxy-d-pyridyl 


0 


propyl 


OH 


2-chloro- 3-pyridyl 


0 


propyl 


OH 


4-chloro-3-pyridyl 


o 


propyl 


OH 


5-chloro- 3-pyridyl 


0 


propyl 


OH 


6-chloro- 3-pyridyl 


o 


propyl 


OH 


2-fluoro-3-pyrxdyl 


0 


propyl 


OH 


4- fluoro- 3-pyridyl 


o 


propyl 


OH 


5-fluoro-3-pyridyl 


o 


propyl 


OH 


6-fluoro-3-pyridyl 


o 


propyl 


OH 


2-aimetnylamino-3-pyndyl 


u 


propyl 


OH 


4-dime tny lamino- 3-pyridy 1 


u 


propyl 


OH 


5-dimetIiylamino-3-p3mdyl 


• r\ 
\J 


propyl 


OH 


6-dimethylamino-3-pyridyl 


yj 


propyl 


OH 


2 - ( 1 -pyrrolidmyl) - 3 -pyridy 1 


r\ 
■%J 


propyl 


OH 


3- ( 1-pyrr olidiny 1) - 3 -pyridy 1 


r\ 
\J 


propyl 


UH 


5-( 1 -pyrr olidiny 1) - 3 -pjrridy 1 


Ck 
\J 


propyl 


vJJuL 


b-^i-pyrroiioinyv-o-pynciyi 


o 


propyl 


OH 


2-niT> <*t»i fl in 3 - w vt4 d vl 


o 


propyl 


OH 


4-piperidino-3-pyridyl 


0 


propyl 


OH 


5-piperidiiio- 3-p3^idyl 


o 


propyl 


OH 


6-piperidino-3-pyridyI 


0 


propyl 


OH 


2-niorpliolino-3-pyridyl 


0 


propyl 


OH 


4-inorpholino-3-pyridyl 


o 


propyl 


OH 


S-morpholino-S-pyridyl 


0 


propyl 


OH 


6-morplioIino-3-pyridyl 


o 


propyl 


OH 


2-hydroxy-3-pyridyl 


0 


propyl 


OH 


4-hydroxy-3-pyridyl 


0 


propyl 


OH 


5-hydfoxy-3-pyridyl 


0 


propyl 


OH 


6-hydroxy • 3-pyridyl 



43 



wo 02/085905 



PCT/JP02/03727 



O 


propyl 


OH 


2-mercapto- 3-pyridyl 


o 


propyl 


OH 


4-mercapto- 3-pyridyl 


o 


propyl 


OH 


5-mercapto- 3-pyridyl 


0 


propyl 


OH 


6-mercapto- 3-pyridyl 


o 


propyl 


OH 


2-methylthio-d-pyridyl 


0 


propyl 


OH 


4'iQethylthio-3-pyridyl 


0 


propyl 


OH 


5-inethylthio-3-pyridyl 


0 


propyl 


OH 


6-methylthio-3-pyridyl 


o 


propyl 


OH 


2,6-dimethyl-3-pyridyl 


0 


propyl 


OH 


5, 6-dim ethyl- 3-pyridyl 


0 


propyl 


OH 


2.6-dietliyl-3-pyridyl 


0 


propyl 


OH 


5,6-diethyl-3-p3n^dyl 


0 


propyl 


OH 


2 , 6- dimetlioxy-3-pyridyl 


0 


propyl 


OH 


5, 6-dimetlLoxy-3-p3rridy 1 


0 


propyl 


OH 


2, 6- diethoxy- 3-pyridyl 


0 


propyl 


OH - 


5»6*diethoxy*3-pyridyl 


0 


propyl 


OH 


2,6 -dichloro- 3-pyridyl 


0 


propyl 


OH 


• 5,6-dichloro-3-pyridyl 


o 


propyl 


OH 


S-chloro-e-met boxy-3-pyr i dy 1 


0 


propyl 


OH 


5-chloro-6-etlioxy-3-pyridyl 


0 


propyl 


OH 


2-chloro-6-inetliyl-3-pyTidyl 


0 


propyl 


OH 


6-cliloro-2-metliyl-3-pyridyl 


o 


propyl 


OH 


2-metliyl-4-p3nridyl 


o 


propyl 


OH 


2-ethyl-4-pyridyl 


o 


propyl 


OH 


2-methoxy-4-pyridyl 


0 


propyl 


OH 


2-ethoxy-4-pyridyl 


0 


propyl 


OH 


2-chIoro-4-pyTidyl 


0 


propyl 


OH 


2-dimethylamino-4-pyridyl 


0 


propyl 


OH 


2-(l-pyrrolidinyl)-4-pyridyl 


o 


propyl 


OH 


2-piperidino-4-pyridyl 


o 


propyl 


OH 


2-morpholinO'4-pyridyl 


0 


propyl 


OH 


2-methylthio-4-pyridyl 


0 


propyl 


OH 


2-pyrazinyl 


o 


propyl 


OH 


5-niethyl-2-pyrazinyl 


0 


propyl 


OH 


5-etliyl-2-pyTazanyl 


o 


propyl 


OH 


5-niethoxy-2-pyTazinyl 


o 


propyl 


OH 


5-ethoxy-2-pyrazinyl 


0 


propyl 


OH 


5-chloro-2-pyra2anyl 


0 


propyl 


OH 


6-iaethyl-2-pyra2inyl 


0 


propyl 


OH 


6-met]ioxy-2-pyTazixiyl 


0 


propyl 


OH 


6-chloro-2-pyraziny] 



44 



wo 02/085905 



PCT/JP02/03727 



X 


R* 


B^ 


Y 


0 


propyl 


OCOOMe 


2-pyridyl 


o 


propyl 


OCOOMe 


3-pyridyl 


0 


propyl 


OCOOMe 


4-pyridyl 


0 


propyl 


OCOOMe 


2-methyl-fl-pyridy) 


0 


propyl 


OCOOMe 


4- nietliyl-3-pyridyl 


o 


propyl 


OCOOMe 


5-metliyl-3-pyridyl 


0 


propyl 


OCOOMe 


6-meihyl-3-p3nridyl 


0 


propyl 


OCOOMe 


2*ethyl-3-pyridyi 


o 


propyl 

Mr JTJ 


OCOOMe 


4-e thy l-3-pyridvl 


o 


propyl 

■Mr MTf/ 


OCOOMe 


5-ethyl-3-Pvridyl 


o 


propyl 


OCOOMe 


6-etlivl-3-Dy3cidyl 


o 


TDroDvl 

if '■^ if J ■* 


OCOOMe 


2- iiieiilioxv-3-11 vridvl 


o 


TiroDvl 


OCOOMe 


4-metlioxy-3-pyridvl 


o 


oroovl 


OCOOMe 


5-iDe tKoxv - 3 -tj vrid vl 


o 


nrODVl 


OCOOMe 


6-ni e til ox V- 3- D vrid vl 


o 


prODvl 


OCOOMe 


2-e thoxv- 3*i)vridvl 


o 


propyl 


OCOOMe 


4-etlioxy-3-DVridvl 


o 


urOBvl 


OCOOMe 


5-6tlioirv-3-i3 irri d vl 


o 


■DTOTJvl 
tf^^X'J*- 


OCOOMe 


G-etlioxv- 3-'Dvridvl 


0 


DroDyl 


OCOOMe 


2-cliloro-3't)vridvl 


o 


propyl 

It if if * 


OCOOMe 


4 -G))loro-3-i> vxidyl 


0 


propyl 

tf r J 


OCOOMe 


B-cJiloro-S-iivridYl 


0 


propyl 


OCOOMe 


6-clil oro- 3-p vrid vl 


0 


propyl 


OCOOMe 


2-fluoro» 3 vridvl 


0 


propyl 


OCOOMe 


4-fluoro-3-pyridyl 


0 


propyl 


OCOOMe 


5-f2uoro-S-pyridyl 


0 


propyl 


OCOOMe 


6-fhioro-3-pyridyl 


o 


propyl 


OCOOMe 


2-diniethylamino-3-pyridyl 


0 


propyl 


OCOOMe 


4-dimethylaniino-3-pyridyl 


0 


propyl 


OCOOMe 


5'dimethylaiaino-3-pyridyl 


0 


propyl 


OCOOMe 


6-diinethylainino- 3-pyridyl | 


0 


propyl 


OCOOMe 


2-(l-pyrrolidi2iyl)-3-pyridyl 


0 


propyl 


OCOOMe 


3- (1 -pyrrolidinyl)- 3-pyridyl 


0 


propyl 


OCOOMe 


5-0-"Py3^rolidinyl)-3-pyridyl 


0 


propyl 


OCOOMe 


6- (1 -pyrrolidinyl)- 3-pyridyl 


0 


prupyl 


OCOOMe 


2-p ip eri dino- 3 -p yridyl 


0 


propyl 


OCOOMe 


4-p ip eridino- 3-pyridyl 


0 


propyl 


OCOOMe 


5-piperidino- 3 -pyxidyl 


0 


propyl 


OCOOMe 


6-piperidino'3-pyridyl 


0 


propyl 


OCOOMe 


2-morpiiolino- 3 -py ri dyl 


0 


propyl 


OCOOMe 


4-morpholino-3-pyridyl 


0 


propyl 


OCOOMe 


6 -raorpholino- 3-pyridyl 


0 


propyl 


OCOOMe 


e-morpholino- 3-pyridyl 


0 


propyl 


OCOOMe 


2-hydroxy- 3-pyridyl 


0 


propyl 


OCOOMe 


4-hy droxy- 3-pyridyl 


0 


propyl 


OCOOMe 


5-liy dr oxy- 3-pyridyl 


0 


propyl 


OCOOMe 


6-hydroxy-3-pyridyl 



45 



wo 02/085905 



PCT/JP02/03727 



n 


propyl 




iS-mercHp to- o -pyriayl 


r\ 
yj 


propyl 




4-iiiercapto-o-p ynayi 


r% 


propyl 


UtrUUMe 


5-mercapto-3-pyridyl 


\J 


propyl 


UOUUMe 


6-mercapto-3-pyridyl 


r\ 
U 


propyl 


UOUUMe 


2-metny ltmo-3 -pyridyl 


U 


propyl 


OCOOMe 


4-iaethy Ithio- 3 -py ridy 1 


O 


propyl 


OCOOMe 


o-ziiethylthio-3'pyndyl 


o 


propyl 


OCOOMe 


6-m.ethylthio- 3-p3mdy 1 


0 


propyl 


OCOOMe 


2, 6-dimetliyl-3-pyridyl 


0 


propyl 


OCOOMe 


6,6-diinethyl-3-pyridyl 


0 


propyl 


OCOOMe 


2,6-diethyl-3-pyridyl 


o 


propyl 


OCOOMe 


5, 6-dietihyl-3-pyridyl 


o 


propyl 


OCOOMe 


2, 6-dimethoxy-3-pyridyl 


0 


propyl 


OCOOMe 


5,6-diBaethoxy-3-pyridyl 




0 


propyl 


OCOOMe 


2, 6-diethoxy- 3-pyridy 1 


0 


propyl 


OCOOMe 


5, 6-die thoxy- 3-p3aT[dy 1 


0 


propyl 


OCOOMe 


2,6 -dichloro-3-p3rridyl 


0 


propyl 


OCOOMe 


5,6-dichloro-3-pyridyl 


0 


propyl 


OCOOMe 


5-chloro-6-in0lhoxy-3-pyridyl 


0 


propyl 


OCOOMe 


5-cliloro-6-ethoxy- 3-pyridyl 


0 


propyl 


OCOOMe 


2-chloro-6-methyl- 3-pyridyl 


0 


propyl 


OCOOMe 


6-chloro-2-methyl-3-pyridyl 


0 


propyl 


OCOOMe 


2-methyl-4-pyridyl 


0 


propyl 


OCOOMe 


2-ethyl-4-pyridyl 


0 


propyl 


OCOOMe 


2-nietl30xy-4-pyridyl 


0 


propyl 


OCOOMe 


2-ethoxy-4-p3rridyl 


0 


propyl 


OCOOMe 


2-chloro-4-pyridyl 


0 


propyl 


OCOOMe 


2-dimethylanima-4-pyridyl 


0 


propyl 


OCOOMe 


2-(l-pyrrolidinyl)-4-pyiidyl 


0 


propyl 


OCOOMe 


2-pip eridrrio-4-pyridyl 




propyl 


UUUUMe 


2-inorphoIino-4-pyndyl 


o 


propyl 


OCOOMe 


2-methylthio-4-pyridyl 


0 


propyl 


OCOOMe 


2-pyrazixiyl 


o 


propyl 


OCOOMe 


5-m e thyl-2-p3nrazinyl 


0 


propyl 


OCOOMe 


5-etliyl-2-pyraziuyl 


0 


propyl 


OCOOMe 


5-metho37-2-pyrazinyl 


o 


propyl 


OCOOMe 


5- e thoxy- 2-pyrazinyl 


0 


propyl 


OCOOMe 


5-cliloro-2-pyrazinyl 


0 


propyl 


OCOOMe 


6-methyl-2-pyrazinyl 


0 


propyl 


OCOOMe 


6-met}iozy-2-pyrazinyl 


0 


propyl 


OCOOMe 


6 - chlor o- 2-pyr a zinyl 



46 



wo 02/085905 



PCT/JP02/03727 



X 






y 


0 


propyl 


OCOOEt 


2-pyridyl 


0 


propyl 


OCOOEt 


3-pyridyl 


0 


propyl 


OCOOEt 


4-pyridyl 


0 


propyl 


OCOOEt 


2-methyl-3 -pyridy 1 


0 


propyl 


OCOOEt 


4-xkietliy]-3-pyridy] 


0 


propyl 


OCOOEt 


5 -me thy 1- 3 -pyridyl 


0 


propyl 


OCOOEt 


6-methyl-3-pyridyl 


0 


propyl 


OCOOEt 


2-etliyl-3-pyri4yl 


0 


propyl 


OCOOEt 


4-etliyl-3"pyridyl 


0 


propyl 


OCOOEt 


5-etliyl-3~pyridyl 


0 


propyl 


OCOOEt 


6-ethyl-3-pyridyl 


0 


propyl 


OCOOEt 


2-methoxy-3-pyridyl 


0 


propyl 


OCOOEt 


4- me thoxy- 3-pyridyl 


0 


- propyl 


OCOOEt 


S-methoxy-S-pyridyl 


0 


propyl 


OCOOEt 


6-in etlioxy-3-pyridy 1 


0 


propyl 


OCOOlEt 


2-e tIioxy-3-pyridy 1 


0 


propyl 


OCOOEt 


4-etho3Ey-3-pyridyl 


0 


propyl 


OCOOEt 


5 -e tlioxy-3-pyridyl 


0 


propyl 


OCOOEt 


6-etlioxy-3-pyridyl 


0 


propyl 


OCOOEt 


2-clxloro- 3-pyridyl 


0 


propyl 


OCOOEt 


4-chlor 0- S-pyridyl 


0 


propyl 


OCOOEt 


5-chloro-3-pyri(iyl 


0 


propyl 


OCOOEt 


6-cliloro-3-pyridyl 


0 


propyl 


OCOOEt 


2-fluoro- 3-pyridyl 


0 


propyl 


OCOOEt 


4-lluoro- 3-pyridyl 


0 


propyl 


OCOOEt 


5-fluoro-3-pyridyl 


0 


propyl 


OCOOEt 


6-£3uoro- S-pyridyl 


0 


propyl 


OCOOEt 


2-dimethylamino-3-pyridyl 


0 


propyl 


OCOOEt 


4-dime thy lamino- 3-pyridyl 


0 


propyl 


OCOOEt 


5-dimethylamino-3-pyridyl 


0 


propyl 


OCOOEt 


6-dimethylamiao- 3-pyridyl 


0 


propyl 


OCOOEt 


2-(l-p3rrrolidiiiyl)-3-pyridyl 


0 


propyl 


OCOOEt 


3-(l-pyrrolidinyl)-3-pyridyl 


0 


propyl 


OCOOEt 


5-(l-pyrrolidinyl)- 3-pyridyl 


0 


propyl 


OCOOEt 


6-(l -pyrrolidinyl)- 3-pyridyl 


0 


propyl 


OCOOEt 


^•piperidino- 3-pyridyl 


0 


propyl 


OCOOEt 


4-piperidino-3-pyridyl 


0 


propyl 


OCOOEt 


5-piperidino-3-pyridyl 


0 


propyl 


OCOOEt 


6-pip eridino-3-p3rridyl 


0 


propyl 


OCOOEt 


2-])iorpholino-3-pyridyl 


0 


propyl 


OCOOEt 


4- m orph-olino- 3-pyTidyl 


0 


propyl 


OCOOEt 


5-znorpholino-d -pyridyl 


0 


propyl 


OCOOEt 


6-morpholino-3 -pyridyl 


0 


propyl 


OCOOEt 


2-liydroxy-3-pyridyl 


0 


propyl 


OCOOEt 


4-hydrojfy-3-pyridyl 


0 


propyl 


OCOOEt 


6-hydroxy-3-pyridyl 


0 


propyl 


OCOOEt 


6-liydroxy-3-pyridyl 



47 



wo 02/085905 



PCT/JP02/03727 



0 


propyl 


OCOOEt 


2-mercap to - 3-pyridyl 


o 


propyl 


OCOOBt 


4-mercaptO' 3-pyridyl 


0 


propyl 


OCOOEt 


5-mercapto-3-pyridyl 


0 


propyl 


OCOOEt 


G-mercapto-S-pyridyl 


0 


propyl 


OCOOEt 


2-in etliylthio - 3 -pyridy 1 


0 


propyl 


OCOOBt 


4-methylthio- 3-pyridyl 


0 


propyl 


OCOOEt 


5-methylthio-3-pyridyl 


0 


propyl 


OCOOEt 


6-inethylthio-3-pyridyl 


0 


propyl 


OCOOEt 


2,6- dimethyl- 3-pyridyl 


0 


propyl 


OCOOEt 


5,6-diinethyl- 3-pyridyl 


0 


propyl 


OCOOEt 


2,6-dietiiyl-3-pyridyl 


0 


propyl 


OCOOEt 


5, 6-diethyl-3-pyridyl 


0 


. propyl 


OCOOEt 


2,6-dim e thoxy- 3-pyridyl 


0 


propyl 


OCOOEt 


6,6-dimetlioxy-3-pyridyl 


0 


propyl 


OCOOEt 


2, 6-di8thoxy-3-p3^dyl 


0 


propyl 


OCOOEt 


5,6-dietlLOxy-3-p3nridyl 


0 


propyl 


OCOOEt 


2,6-dicliloro-3-pyridyl 


0 


propyl 


OCOOEt 


5,6-dichloro-3-py7idyl 


0 


propyl 


OCOOEt 


S-chloro-e-metboxy-S-pyridyl 


0 


propyl 


OCOOEt 


5-chloro- 6-etlioxy-3-pyridyl 


0 


propyl 


OCOOEt 


2-cliloro-6-nietliyl. S-pyridyl 


0 


propyl 


OCOOEt 


6-chloro-2-metliyl-3-pyTidyl 


0 


propyl 


OCOOEt 


2-methyl-4-pyridyl 


0 


propyl 


OCOOEt 


2-ethyl-4-pyridyl 


0 


propyl 


OCOOEt 


2-metlioxy-4-pyridyl 


0 


propyl 1 


OCOOEt 


2-ethoxy-4-pyridyl 


0 


propyl 


OCOOEt 


2-chloro-4-pyridyl 


o 


propyl 


OCOOEt 


2-diinetliyla3iii2io-4-pyridyl 


0 


propyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyridyl 


0 


propyl 


OCOOEt 


2-piperidiiio-4-pyridyl 


0 


propyl 


OCOOEt 


2-morpliolino-4-pyridyl | 


0 


propyl 


OCOOEt 


2-methyltMo-4-pyridyl 


0 


propyl 


OCOOEt 


2-pyra2inyl 


o 


propyl 


OCOOEt 


5«iiie tliyl-2-pyrazinyl 


0 


propyl 


OCOOEt 


5-ethyl-2-pyrazixiyl 


0 


propyl 


OCOOEt 


5-naethoxy-2-pyrazinyl 


0 


propyl 


OCOOEt 


5-etlioxy-2-pyraziByl 


0 


propyl 


OCOOEt 


5-chloro-2*pyrazinyl 


o 


propyl 


OCOOEt 


6-2nethyl-2-pyraziiiyl 


0 


propyl 


OCOOEt 


6-inethoxy-2-pyrazinyl 


0 


propyl 


OCOOBt 


6-cliloro-2-pyra2inyl 



48 



wo 02/085905 PCT/JP02/03727 



X 






Y 


0 


n-bufcyj 


OH 


2-pyridyl 


0 


n-Dutyl 


OH 


3-pyridyl 


0 


n-butyl 


OH 


4-pyridyl 


0 


n-butyl 


OH 


2-metbyl- 3-pyridyl 


0 


n-btttyl 


OH 


4-inethyI-3-pyridyl 


0 


n-butyl 


OH 


6-Tnethyl-3-pyridyl 


0 


n-butyl 


OH 


6-metliyl-3-pyridyl 


o 


n-butyl 


OH 


2-etliyl-3-pyridyl 


0 


n-butyl 


OH 


4-etliyl-3-pyridyl 


0 


n-butyl 


OH 


5 -ethyl- 3-pyri(lyl 


0 


n-butyl 


OH 


6-ethyl-3-pyridyl . 


0 


n-butyl 


OH 


2-me thoxy- S-pyridyl 


o 


n-butyl 


OH 


4-metlioxy- 3-pyridyl 


0 


n-butyl 


OH 


S-methoxy-S-pyridyl 


0 


n-butyl 


OH 


6-inetlioxy-3-pyTidyl 


o 


n-butyl 


OH 


2-©thoxy-3-pyr3dyl 


o 


n-butyl 


OH 


4-ethoxy-3-pyridyI 


0 


n-butyl 


OH 


5-ethoxy-3-pyridyl 


o 


n-butyl 


OH 


6-etlioxy-3-pyridyl 


o 


n-butyl 


OH 


2-chloro-3-pyridyl 


o 


n-butyl 


OH 


4- chlor o-3-pyridyl 


o 


n-butyl 


OH 


6-chloro-3-pyTidyl 


o 


n-butyl 


OH 


6- chloro- 3-pyridyl 


o 


n-butyl 


OH 


2-fluoro- 3 -p yxidy I 


0 


n-butyl 


OH 


4-£luoro-3-py3ndyl 


o 


n-butyl 


OH 


5-fIuorO' 3-pyridyl 


o 


n-butyl . 


OH 


6-fluoTO-3-pyridyl 


o 


n-butyl 


OH 


2-dime thy 1 amino-3 -pyridyl 


0 


n-butyl 


OH 


4-dimethylaniino-3-pyridyl 


o 


n-butyl 


OH 


5-dime thylamino- 3-pyridyl 


0 


n-butyl 


OH 


6-dimethylamino-3-pyridyl 


0 


n-butyl 


OH 


2-(l-pyrrolidinyl)-3-pyridyl 


o 


n-butyl 


OH 


3-(l -pyrroHdinyl)-3-pyridyl 


0 


n-butyl 


OH 


6- (1-py rrolidinyl)- 3-pyTidyl 


o 


n-outyl 


OH 


6- (1 -pyrroudiiiyl)-3-pyriayl 


o 


n-butyl 


OH 


2-piperidino- 3-pyridyl 


0 


n-butyl 


OH 


4-piperidino-3*pyridyl 


o 


n-butyl 


OH 


5-piperidino- S-pyridyl 


0 


n-butyl 


OH 


6-pip eridino- 3-pyridyl 


0 


n-butyl 


OH 


2-inoxpliolino-3-pyridyl 


o 


n-butyl 


OH 


4-inorpholino-3-pyridyi 


0 


n-butyl 


OH 


5-inorpIiolino-3-pyridyl 


0 


n-butyl 


OH 


6-morpholino-3-p}Tidyl 


0 


n-butyl 


OH 


2-hydroxy-3-pyridyl 


o 


n-butyl 


OH 


4-hydroxy-3-pyridyl 


o 


n-butyl 


OH 


S-bydroxy-S-pyridyl 


0 


n-buiyl 


OH 


6-hydroxy-3-pyridyl 



49 



wo 02/085905 



PCT/JP02/03727 



. U 


w% ^ ' ^ 


On 


2-mercapto-3-pyndyl 


V 


Til . i ., 1 

n-Dutyl 


OH 


4-m6rcapto-3-pyndyl 


O 




OH 


5*mercapto- 3 -pyridy 1 


n 
O 


n-bntyl 


OH 


b-mercapto- 3-pyridyl 


o 


n-butyl 


OH 


2-inethyIthio-3-pyridyl 


0 


n-butyl 


OH 


4-inethyltluo-3-pyndyl 


0 


n-butyl 


OH 


5-methyltluo-3-pyridyl 


0 


n-butyl 


OH 


6-me thylthio- 3-pyridyl 


0 


n-butyl 


OH 


2,6-dimetliyl-3-pyxidyl 


0 


n-butyl 


OH 


5,6- dimethyl- 3-pyridyl 


0 


n-butyl 


OH 


2,6-diethyl-3-pyridyl 


0 


n-butyl 


OH 


5, 6-dietliyl-3-p3rridyl 


0 


n-buiyl 


OH 


2,6-diniethoxy-3-pyridyl 


0 


n-butyl 


OH 


5 , 6 -dimethosy-S-pyridyl 


o 


n-butyl 


OH 


2, 6-dietboxy- 3-pyridyl 


0 


n-butyl 


OH 


5,6- die tboxy- 3-pyridyl 


o 


n-butyl 


OH 


2,6-dicliloro-3-pyridyl 


0 


n-butyl 


OH 


5 ,6-dicIiloro- 3 -p yr idyl 


o 


n-bulyl 


OH 


S-cbloro-€^et hoxy-3-pyr i dyl 


0 


n-butyl 


OH 


6- chlor 0-6- ethoxy- 3-p3rridyl 


o 


n-butyl 


OH 


2-cliloro-6-inethyl-3-pyridyl 


0 


n-but^l 


OH 


6-cliloro-2-xiLethyl-3-pyridyl 


0 


n-butyl 


OH 


2-methyl-4-pyridyl 


0 


n-butyl 


OH 


2-ethyl- 4-py ridyl 


o 


n-butyl 


OH 


2-methoxy-4-pyTidyl 


o 


n-butyl 


OH 


2-ethoxy-4-pyridyl 


o 


n-butyl 


OH 


2-cliloro-4-pyridyl 


0 


n-buiyi 


OH 


2-dimethylamino-4-pyTidyJ 


0 


n-butyl 


OH 


2-(lrp3nnfolidinyl)-4-pyridyl 


0 


n-butyl 


OH 


2-piperidino-4-pyTidyl 


o 


n-butyl 


OH 


2-morpho]ino-4-pyrLdyl 


o 


n-butyl 


OH 


2-metliylthio-4-pyridyl 


0 


n-butyl 


OH 


2-pyrazinyl 


0 


n-butyl 


OH 


5-metliyl-2-pyrazinyl 


0 


n-bulyl 


OH 


5-e thyl- 2-pyrazinyl 


o 


n-butyl 


OH 


5-methoxy-2-pyrazinyl 


o 


n-butyl 


OH 


5-ethoxy-2-pyra2sinyl 


0 


n-butyl 


OH 


5-chloro-2-pyrazinyl 


0 


n-butyl 


OH 


6-metbyl-2-pyrazinyl 


o 


n-butyl 


OH 


6-niethoxy-2-pyTazinyl 


o 


n-butyl 


OH 


6-chloro-2-pyrazinyl 



50 



wo 02/085905 



PCT/JP02/03727 



X 


R> 


R» 


Y 


0 


• n-butyl 


OCOOMe 


2-pyridyl 


0 




OCOOMe 


3-pyridyl 


0 


n-butyl 


OCOOMe 


4-pyridyl 


0 


n-butyl 


OCOOMe 


2-niethyl-3-pyridyl 


0 


n-butyl 


OCOOMe 


4-ine thyl- 3-n yridyl 


0 


n-butyl 


OCOOMe 


5-in ethyl- 3 -nvr idyl 


0 


n-butyl 


OCOOMe 


6-nietlivl- 3 -n vridvl 


0 


n-butyl 


OCOOMe 


2-etlivl- 3 -D vridvl 


0 


n-butvl 


OCOOMe 


4-etbvl- 3 -TJ vTi vl 


0 


n-butvl 


OCOOMe 


5 -etbvl- 3 -n vridvl 


0 


n-butvl 


OCOOMe 


6*ethvl-3 -nvrid v1 


0 


n-butvl 


OCOOMe 




0 


n-butvl 


OCOOMe 


il-nri fitTi nw- 3 -Tb vt*y H v1 


0 




OCOOMe 


(/ ixLc liJiujvy - i?-|jj^xi.vijr X 


o 


«IA U V4 V T X 


OCOOMe 


fi • m ii+.Ti rtir V - 3 -t* v ti r1 v I 


o 


n-hutvl 


OCOOMe 


ttr^C WUlVAJr V XXUjr X 


o 


n-butvI 


OCOOMe 

%^ %^Av*w 




0 


AJk U If Y Jkf 


OCOOMe 


fi-ptTioxv-3-Ywi*i j1 vl 


0 


n-butvl 

J^«— 4^ %A W T & 


OCOOMe 


6-e thoxv- S-Ti vri dvl 


0 


n-butvl 


OCOOMe 


2- chloro- 3 -tv vri d vl 


o 


n-butvl 


OCOOMe 


4-cliloro-3*iovipidvl 


0 


n-butvl 


OCOOMe 


S-cliloro-S-Dvridvl 


0 


n-butvl 


OCOOMe 


6-chloro-3-ti vridvl 


0 


n-butyl 


OCOOMe 


2-fluoro-3-nvridvl 


0 


n-butyl 


OCOOMe 


4-fluoro-3-nvridvl 


0 


n-butyl 


OCOOMe 


5-f2 u oro- 3 -D vri d vl 


0 


n-butyl 


OCOOMe 


6-fluoro-3 -D vridvl 


0 


n-butyl 


OCOOMe 


2- dime thylamino- 3-pyridyl 


o 


n-butyl 


OCOOMe 


4-diniethylamino-3-pyridyl 


0 


n-butyl 


OCOOMe 


5-din)ethylainino-3-pyridyl 


0 


n-butyl 


OCOOMe 


6-diniethylainino-3-pyridyl 


0 


n-butyl 


OCOOMe 


2-(i-pyrrolidinyl)-3-p3rridyl 


0 


n-butyl 


OCOOMe 


3-(l-p3aTolidinyl)-3-pyTidyl 


o 


n-butyl 


OCOOMe 


5- (l-pyrrolidinyl)-3-pyridyl 


0 


n-butyl 


OCOOMe 


6-(l-pyrrolidinyl)-3-pyridyl 


0 


n-bulyl 


OCOOMe 


2-piperidino-3-pyTidyl 


0 


n-butyl 


OCOOMe 


4-piperidino- S-p yridyl 


0 


n-butyl 


OCOOMe 


5-piperidino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


6-piperidino-3-pyridyl 


0 


n-butyl 


OCOOMe 


2-morpholino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


4-morpholino-3-pyridyi 


0 


n-butyl 


OCOOMe 


5-morpholino- 3-pyridyl 


0 


n-butyl 


OCOOMe 


6-morpliolino-3-pyridyl 


0 


n-butyl 


OCOOMe 


2-hydroxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


4-hydrosy-3-pyTidyl 


0 


n-butyl 


OCOOMe 


5-hy droxy-3-pyridyl 


0 


n-butyl 


OCOOMe 


6-liydroxy-3-pyridyl 



51 



wo 02/085905 



PCT/JP02/03727 



0 


n-butyl 


OCOOMe 


j 2-inercapto-3-pyridyl 


0 


n-butyl 


OCOOMe 


4-niercapto- 3-py ridyl 


0 


n-bttiyl 


OCOOMe 


5-mercapto-3-pyridyl 


0 


n-bntyl 


OCOOMe 


6-mercapto- 3-pyr idyl 


0 


n-butyl 


OCOOMe 


2-methylthio-3-pyTidyl 


0 


n-butyl 


OCOOMe 


4-methyltliio-3-pyridyl 


0 


n*>butyl 


OCOOMe 


5-niethylthio-3-pyridyl 


0 


n-butyl 


OCOOMe 


G-methvlthio-S-Dvridvl 


0 


n-butyl 


OCOOMe 


2. 6-dimetlivl- 3-n vrid vl 


0 


n-butvl 


OCOOMe 


5. 6-dinie tlivl-3-Dvridvl 


0 


n-butvl 


OCOOMe 


2 6*diethvl-3-Dvridvl 


0 


n-butvl 


OCOOMe 


fi*fl'ipf'yi'vl-5l»Ti'Wi f^irl 


0 


n-butvl 


OCOOMe 


1 r * ' " ' J ' J r Jr 1 itijt 


0 


T\-butvl 


OCOOMe 




o 




OCOOMe 


M| o-vuic uioxy- o-pyxiGiy 1 


o 


Tl»fl11'fv1 




u, o-uic uluxy- o-pynuyi 






OCOOMp 


^,0-aicQiQxo-o-pjinriayi 


n 


u-Dutyi 


npnoA/To 

V./ V iVlc 


u,D-uicnioro-o-pynQyi 


o 


li uii,i#jr J. 




5~chl OTo— 6~ine"tHfixv'~'3— mrri Hvl 


o 




OPOOMp 


1 o-<^AXiorc>'0-eiiiioxy-u-pyxxCiyi. 


o 




OCOOMa 


A-cixxuxo-o-iiicuiiyx-o-pyxiQyi 


o 




OPOOMfi 
V/ Kjivm 


o-ciixoro- ^-in e iny X- o-p yTxixy 1 


o 


Ti-liiifrvl 

XI Xf U lij' ^ 


OOODMp 


^ -XLL c ftixyi - Tt* J/ yjr± o.yx 


0 




OCOOMe 


^-c uiy x-rc-pyxAiiy X 


0 




OCOOMe 


A-iuc uxu&y Tft-j* jr rxiiy x 


o 


n-butvl 


OCOOMe 


A wXi i/ A - «t - ^ XX tl Jr X 


0 


Tl-butvl 


OCOOMe 


^-^iiiUX «J - •*— ^ jr X XU jr X 


0 


n-butvl 


OCOOMe 


O^n 1 Yn PtVi vl 51 TTi I T>ri»4-«TnrM /ItjI 

^ \t 1 tllC UXj AuXUJLUV^X— XAUjr X 


o 


n-butvl 


OCOOMe 


-Tivn'nHfliTi vl^-4-n'UTrirlT7l 


0 


n-butyl 


OCOOMe 


2-piperidino-4-p3rridyl 


o 


n-butyl 


OCOOMe 


2-morpholino- 4-py ridyl 


o 


n-butyl 


OCOOMe 


2-methylthio-4-pyridyl 


o 


n-butyl 


OCOOMe 


2-pyrazinyl 


o 


n-butyl 


OCOOMe 


6-methyl-2-pyrazinyl 


o 


n-butyl 


OCOOMe 


5-etbyl-2-pyrazinyl 


0 


n-butyl 


OCOOMe 


5-methoxy-2-pyrazinyi 


0 


n-butyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


0 


n-butyl 


OCOOMe 


5-clLloro-2-pyra2inyl 


0 


n-butyl 


OCOOMe 


6-methyl-2-pyraziQyl 


0 


n-butyl 


OCOOMe 


6-methoxy-2-p5rra2dnyl 


o 


n-butyl 


OCOOMe 


6-chloro-2-pyra2inyl 



52 



wo 02/085905 PCT/JP02/03727 



1 X 






Y 


0 


n-butyl 


OCOOEt 


2-pyridyl 


0 


n-butyl 


OCOOEt 


3-pyridyl 


0 


a-butyl 


OCOOEt 


4-pyridyl 


0 


n-butyl 


OCOOEt 


2-mGthyl- 3-pyridyl 


0 


n-butyl 


OCOOEt 


4-niethyI- 3-pyridyl 


0 


n-butyl 


OCOOEt 


5-m ethyl- 3-pyridyl i 


0 


n-butyl 


OCOOEt 


6-T15 ethyl- 3-pyridyl i 


0 


n-butyl 


OCOOEt 


2-ethyl-3-Dvridvl 


0 


n-butyl 


OCOOEt 


4*6thvl-3-Dviidvl I 


0 


n-butyl 


OCOOEt 


5 - 6 th vl- 3- ii vri dvl 


0 


n-butyl 


OCOOEt 


6-etbvl-3-BVTidvl 


0 


n-bulyl 


OCOOEt 


2-]n.eth.O!KV-S<-Tiviri(}v1 i 


0 


n-butvl 


OCOOEt 




0 


n-butvl 


OCOOEt 




0 


n-butvl 


OCOOEt 




0 


n-butvl 


OCOOEt 

V/ V \y jL^ u 




0 


n-butvl 


OCOOEt 


^ptV)oirv*F{*>nviriff vl 1 


0 


n-butvl 


OCOOEt 




0 


n-butvl 


OCOOEt 




0 


n-butvl 


OCOOEt 


2-cb1fJTft-3-TlVTlf1v1 1 


0 


n-butvl 


OCOOEt 




0 


n-butvl 


OCOOEt 




0 


n-bntyl 


OCOOEt 


fi-Cnlnrr>-3"'nvTT n vl 1 


0 


Il"bl3tvl 


OCOOEt 


^•fi^uoTn-S^'n viri fl vl 1 


0 


n-butyl 


OCOOEt 


4r-fluoro-3-iivTidvl 1 


0 


n-butyl 


OCOOEt 


5-fluoro-3-Dvridv3 1 


0 


n-butyl 


OCOOEt 


6-fluoro-3-t)VTidvl 1 


0 


n-butyl ' 


OCOOEt 


2-diinethvlaniiiio-3-Dvridvl 1 


0 


- n-butyl 


OCOOEt 


4- dimethyl amino- 3 -pvridvl 1 


0 


n-butyl 


OCOOEt 


5 -dimethyl amino-S-pyridyl J 


0 


n-butyl 


OCOOEt 


G-dimethylainino- 3-pyridyl | 


0 


n-butyl 


OCOOEt 


2-(l-pyrrolidinyl)-3-pyridyl | 


0 


n-butyl 


OCOOEt 


3-(I-pyrrol2dinyl)-3-pyridyI 1 


0 


n-butyl 


OCOOEt 


5-(l-pyrrolidinyl)-3-pyridyl 1 


0 


n-butyl 


OCOOEt 


6-(l-pyrrolidinyl)-3-pyridyl | 


0 


n-butyl 


OCOOEt 


2-piperidino-3-pyridyl 1 


0 


n-butyl 


OCOOEt 


4-pip8Tidino-3-pyTidyl | 


0 


n-butyl 


OCOOEt 


5-piperidiao- 3-pyridyl | 


0 


n-butyl 


OCOOEt 


6-piperidino-3-pyridyl 1 


0 


n-butyl 


OCOOEt 


2-morpholino-3-p3rridyl | 


0 


n-butyl 


OCOOEt 


4-morpholino- 3-pyridyl | 


0 


n-butyl 


OCOOEt 


5-niorpholino- 3-pyridyl | 


0 


n-butyl 


OCOOEt 


6-inorpholino- 3-pyridyl | 


0 


n-butyl 


OCOOEt 


2-hydroxy- 3-pyridyl | 


0 


n-butyl 


OCOOEt 


4-hydroxy-3-pyridyI 1 


0 


n-butyl 


OCOOEt 


5-hydroxy-3-pyridyl ( 


0 


n-butyl 


OCOOEt 


6-hydroxy-3-pyridyl J 



53 



wo 02/085905 



PCT/JP02/03727 



0 


n-butyl 


OCOOEt 


2-mercapto-3-pyxidyI 


0 


n-butyl 


OCOOEt 


4-mercap to-3-pyridyl 


0 


n-butyl 


OCOOEt 


5-mercapto-3-pyridyl 


0 


n-butyl 


OCOOEt 


6-mercapto-3-pyridyl 


0 


n-bxityl 


OCOOEt 


2-methylthio-3 -pyr idy 1 


0 


XL-butyl 


OCOOEt 


4-methylthio-3-pyxidyl 


0 


n-buiyl 


OCOOEt 


5-methylthio-3-pvridvl 


0 


n-butyl 


OCOOEt 


6-ine thyltliio*3 -o vri dvl 


0 


n-butyl 


OCOOEt 


2. 6- dim ethvl-S-n vridvl 


0 


u-bulyl 


OCOOEt 


5 .6-dimetbvl-3-T)VTidvl 


0 


u-butvl 


OCOOEt 


2. 6-diethvl-3-*nvridvI 


0 


n-tutvl 


OCOOEt 




0 


n-butvl 


OCOOEt 


A} vJ 1 H C bJ-W Ajr *^ Jr X AM jr J. 


0 


Ti-butvl 


OCOOEt 


u ^ o—ii 1 iiic buuJLjf - o— jpy xAuy i 


o 


JLL Ki U. l> V A 




^ > o ult? Liiuxy o-pymay 1 


o 






o , cu e bii oxy- o -p yxiuy X 


o 


n-Kii+vl 
u. i«»i4iijr J. 


OCOOEt 


^ , o- UJ.C111UX t>- o-pyxiuy 1 


o 




V/ Vw/ \J ill 1> 


u , Q-'ULj.cxLLDxv- o-p yxiciy i 


o 






5~chlorQ 6"iiiB'thoyv— 3"-nTri dvl 


o 




OCOOEt 


V- wiuujru-o-fs wuUAy — o— ujT xxuyx 


o 


¥1 -nnt"w 1 
Ml V u vjr ' 


OCOOEt 


V.»/*ri infrt— T¥\ iHTTi ^ ^_T\^Tv^ 1 
J&"OxUll/x W-D-XJJ dfUyi''i>~pyT10.yi 


o 


Tt-btitvl 

xJI U LI b Y X 


OCOOEt 


o vxxlux i/^^ iiicbiiyA-o-pyxitiyjL 


o 


n-butvl 


OCOOEt 

vy X-/^ V/ JLif V 


5t— th oil rivl — iLBTitn-i *1 vl 
« llH3bXij^X-'±"pjrxjLVAJf 1 


o 


9^ %M. Mr J M. 


OCOOEt 




0 


n-butvl 


OCOOEt 


*» XUC bXXU JLjr ~'rjjj X XtXjfX 


o 


n-butvl 


OCOOEt 


2-PtllOYV- VTl H vl 
C wXiUAjr - *x~ Jf X Xitjr X 


0 


u-butvl 


OCOOEt 


2-diloTo-4-"nvTi<ivl 


0 


n-butyl 


OCOOEt 


2- dime thvlaniino- ^-n v ridvl 


0 


n-butyl 


OCOOEt 


2-(l-pyrrolidinyi)-4-pyrxdyI 


0 


n-butyl 


OCOOEt 


2-piperidino-4-pyridyl 


o 


n-bufcyl 


OCOOEt 


2-inorpliolino-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-methyltliio-4-pyridyl 


0 


n-butyl 


OCOOEt 


2-pyraziByl 


o 


n-butyl 


OCOOEt 


5-methyl-2-pyrazinyl 


0 


n-butyl 


OCOOEt 


5-ethyl-2-pyrazinyl 


o 


n-butyl 


OCOOEt 


5-methoxy-2-p3nrazinyl 


0 


n-butyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


o 


n-butyl 


OCOOEt 


5-chloro-2-pyra2inyl 


0 


n-butyl 


OCOOEt 


6-inethyl-2-pyra2inyl 


0 


n-butyl 


OCOOEt 


6-ine thoxy- 2-pyrazinyl 


o 


n-butyl 


OCOOEt 


6-chloro-2-pyrazinyl 



54 



wo 02/085905 PCT/JP02/03727 



X 






Y 


0 


n-pexLtyl 


OH 


2-pyridyl 


0 


n-pentyl 


OH 


3-pyridyl 


0 


n-pentyl 


OH 


4-pyridyl . 


0. 


n-pentyl 


OH 


2-methyl-3-pyridyl 


0 


n-pentyl 


OH 


4-inethyl-3-pyTidyl 


0 


n-pentyl 


OH 


5-metliyl-3-pyridyl 


o 


n-pentyl 


OH 


6-metliyl-3-pyridyl 


0 


n-pentyl 


OH 


2-ethyl-3-pyridyl 


0 


n-pentyl 


OH 


4- ethyl- 3-pyridyl 


0 


n-pentyl 


OH 


5-ethyl- 3-pyridyl 


o 


n-pentyl 


OH 


6-ethyl-3-p3rridyl 


0 


n*pentyl 


OH 


2-niethoxy- 3-pyridyl 


0 


n-pentyl 


OH 


4-metliO(xy-3-pyxidyl 


0 


n-pentyl 


OH 


5-methQ2cy-3-pyridyl 


0 


n-pentyl 


OH 


6-metlioxy-3-pyridyl • 


0 


n-pentyl 


OH 


2-ethoxy-3-pyridyl 


0 


n-pentyl 


OH 


4-ethoxy-3-pyridyl 


0 


n-pen^l 


OH 


5-ethoxy-3-pyridyl 


0 


n-pentyl 


OH 


6-etho3cy-3-pyridyl 


0 


n-pentyl 


OH 


2-chioro-3-pyridyl 


0 


n-pentyl 


OH 


4-chloro- 3-pyridyl 


o 


n-pentyl 


OH 


5-chloro-3-pyridyl 


o 


n-pentyl 


OH 


6-chloro- 3-pyridyl 


o 


n-pentyl 


OH 


2 -fluoro-3-pyTidyl 


0 


n-pentyl 


OH 


4-fluoro-3-pyridyl 


0 


n-pentyl 


OH 


5-fluoro- 3-pyridyl 


0 


n-pentyl 


OH 


6-flnoro- 3-pyridyl 


o 


n-pentyl 


OH 


2-dimethylamino-3-pyridyl 


0 


n-penl^l 


OH 


4-dimethylamino- 3-pyridyl 


o 


n-pentyl 


OH 


S-dimethylamino- 3-pyridyl 


0 


n-pentyl 


OH 


6-dimethylainino- S-pyridyl 


o 


n-pentyl 


OH 


2- (1-pyirolidinyl)- 3-pyridyl 


0 


n-pentyl 


OH 


3-(l-pyrrolidinyl)- 3-pyridyl 


0 


n-pentyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


0 


n-pentyl 


OH 


6-(l-pyrroli dinyl) - 3 -pyridyl 


0 


n-pentyl 


OH 


2.piperidino-3-pyridyl 


0 


n-pentyl 


OH 


4-piperidino-3-pyridyl 


0 


n-pentyl 


OH 


5-piperidino-3-pyridyl 


0 


n-pentyl 


OH 


6-piperidino- 3-pyridyl 


0 


n-pentyl 


OH 


2-morpholino-3-pyridyl 


0 


n-pentyl 


OH 


4-morpholino-3-pyridyl 


0 


n-pentyl 


OH 


5-morpholino-3-pyndyl 


0 


n-pentyl 


OH 


6-morpholino-3-pyridyl 


0 


n-pentyl 


OH 


2-hydroxy- 3-pyridyl 


0 


n-pentyl 


OH 


4-hy droxy- 3-pyridyl 


0 


n-pentyl 


OH 


5-hydroxy- 3-pyridyl 


0 


n-pentyl 


OH 


6-hydroxy-3-pyridyl 



55 



wo 02/085905 PCT/JP02/03727 



q 


n-pentyl 


OH 


j 2-inercapto-3-pyxidyl 


0 


n-pentyl 


OH 


4-mercapto- 3 -pyridyl 


0 


n-pentyl 


OH 


5-niercapto- 3-pyridyl 


0 


n-pentyl 


OH 


6-mercapto-3-pyndyl 


0 


n-pentyl 


OH 


2-inethylthio-3-pyridyl 


0 


n-pentyl 


OH 


4-inetliylthio- 3-pyridyl 


0 


n-pentyl 


OH 


5-ine thylthio- 3-pyridyl 


0 


n-pentyl 


OH 


6-nietliyltluo-3-pyridyl 


0 


n-pentyl 


OH 


'2,6-diniethyl-3-pyridyl 


0 


n-pentyl 


OH 


5,6-dimethyl-3-pyridyl 


0 


n-pentyl 


OH 


2,6-dietliyl-3-pyridyl 


0 


n-pentyl 


OH 


5,6-diet}iyl-3-pyridyl 


0 


n-pentyl 


OH 


2»6-dimethoxy-3-pyridyl 


0 


n-pentyl 


OH 


5, 6-dimethoxy- 3-p3^dyl 


0 


n-pentyl 


OH 


2, e-diethoxy-S-pjnridyl 


0 


n-pentyl 


OH 


5,6-dietlioxy-3-pyridyl 


0 


n-pentyl 


OH 


2,6-dicMoro-3-pyridyl 


0 


n-pentyl 


OH 


5,6-dichloro- 3-pyridyl 


0 


n-pentyl 


OH 


5-ch3oro-&-iBet hoxy-3-pyri dyl 


0 


n-pentyl 


OH 


5-cliloro-6-ethoxy-3-pyridyl 


0 


n-pentyl 


OH 


2-chloro-6-metliyl-3-pyridyl 


0 


n-pentyl 


OH 


6-chloro-2-methyl-3-pyridyl 


0 


n-pentyl 


OH 


2-m ethy 1-4-py ridy 1 


0 


n-pentyl 


OH 


2-ethyl-4-pyridyl 


0 


n-pentyl 


OH 


2-inethoxy-4-pyridyl j 


o 


n-pentyl 


OH 


2-ethoxy-4-p3rridyl 


0 


n-pentyl 


OH 


2-chloro-4-pyridyl 


0 


n-pentyl 


OH 


2-dimethylaniino- 4-py ridy 1 


0 


n-pentyl 


OH"^ 


2-(l-pyrrolidinyl)-4-pyridyl 


0 


n-pentyl 


OH 


2-piperidino-4-p3nridyl 


o 


n-pentyl 


OH 


2-niorpholino-4-pyridyl 


0 


n-pentyl 


OH 


2-metliylthio»4 -pyridyl 


0 


n-pentyl 


OH 


2-pyra2inyl 


o 


n-pentyl 


OH 


5-metliyl-2-pyrazinyl 


0 


n-pentyl 


OH 


5-€tliyl-2-pyT azinyl 


o 


n-pentyl 


OH 


5-metlioxy-2-pyrazinyl 


o 


n-pentyl 


OH 


5-ethoxy- 2-pyra2inyl 


0 


n-pentyl 


OH 


5-chloro-2-pyra2inyl 


0 


n-pentyl 


OH 


6-metliyl-2-pyra2inyl 


o 


n-pentyl 


OH 


6-methoxy-2-pyra2inyl 


o 


n-pentyl 


OH 


6-chloro-2-pyra2inyl 



56 



wo 02/085905 PCT/JP02/03727 



X 


■ 1 1 




Y 


0 


n-pentyl 


OCOOMe 


2-p3a'iayl 


0 


n-pentyl 


OCOOMe 


3-pyridyl 


o 


n»pentyl 


OCOOMe 


4-pyridyl 


0 


n-pentyl 


OCOOMe 


2-me thy 1- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-metliyl-3-pyridyl 


0 


n-pentyl 


OCOOMe 


5-niethyI-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-m ethyl- 3-pyridyI 


0 


n-pentyl 


OCOOMe 


2- ethyl- 3 -pyridyl 


0 


n>-pentyl 


OCOOMe 


4-ethyl-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5-ethyl- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-ethyl- S-py ridyl 


0 


n-pentyl 


OCOOMe 


2-niethoxy- 3-pyridyl 


o 


n-pentyl 


OCOOMe 


4- me th 0 xy- 3 -pyri dy 1 


0 


n-pentyl 


OCOOMe 


5-methoxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-methoxy-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2-ethoaty-3-pyridyl 


o 


n-pentyl 


OCOOMe 


4- Gthoxy- 3 -pyridyl 


0 


n-pentyl 


OCOOMe 


5-ethoxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-ethoxy- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-chloro- 3-pyxidyl 


0 


n-pentyl 


OCOOMe 


4-chloro-3-pyTidyl 


0 


n-pentyl 


OCOOMe 


6-chloro-3-pyridyl 


o 


n-pentyl 


OCOOMe 


6-chloro- 3-p5rridyl 


0 


n-pentyl 


OCOOMe 


2-flxioro-3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-fluoro-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5-fluoro- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-fluoro-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-dimethylamino-3-pyridyl 




n-pentyl 


OCOOMe 


4-dimethylamino-S-pyridyl 


o 


n-pentyl 


OCOOMe 


5-dime thylamino- 3-pyTidyl 


o 


n-pentyl 


OCOOMe 


6-diiQethylainino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyridyl 


o 


n-pentyl 


OCOOMe 


3-(l-pyrrolidinyI)-3-pyxidyl 


o 


n-pentyl 


OCOOMe 


5- (1-pyrrolidinyl)- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-(l -pyrrolidinyl)- 3-pyridyl 


0 


n-peniyl 


OCOOMe 


2-piperidino-3-pyridyl 


o 


n-pentyl 


OCOOMe 


4-pipeTidino-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-piperidino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-niorpholino-3-pyxidyl 


0 


n-pentyl 


OCOOMe 


4-morpholino- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


5-xnorpholino- 3-pyridyl 


0 


n-peniyl 


OCOOMe 


6-morpholino-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-hydroxy- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-hy droxy- 3 -pyridyl 


0 


n-pentyl 


OCOOMe 


5-hydroxy-3-pyridyl 


0 


n-pentyl OCOOMe 


e-hydroxy-S-pyi-idyl 



57 



o 


n-penlyl 


OCOOMe 


2-meTcapto-3-pyridyl 


o 


n-pentyl 


OCOOMe 


4-niercapto-3-pyridyl 


0 


n-pentyl 


OCOOMe 


5-mercap to- 3-pyridyl 


o 


n-pentyl 


OCOOMe 


6-mercapto-3-pyzidyl 


0 


n-pentyl 


OCOOMe 


2-methylthia-3-pyridyl 


0 


n-pentyl 


OCOOMe 


4-na ethyl tliio-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5-methyltluo-3-pyridyl 


0 


n-pentyl 


OCOOMe 


6-methyltluo-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2, 6-dini ethyl- 3-pyridyl 


0 


n-pentyl 


OCOOMe 


5,6-dimethyl-3-pyridyl 


o 


n-pentyl 


OCOOMe 


2,6-diethyl-3-pyridyl 


o 


n-pentyl 


OCOOMe 


5, 6-diethyl- 3-pyridyl 


o 


n-pentyl 


OCOOMe 


2,6-dimethoxy-3-pyzidyl 


o 


n-pentyl 


OCOOMe 


5.6-dimethoxy-3-pyTidyl 


o 


n-penWl 


OCOOMe 


2,6-diethoxv-3-pvridvl 


o 


n-pentyl 


OCOOMe 


5, 6 -diethoxy-S-nvridvl 


0 


n-pentyl 


OCOOMe 


2,6-dicliloro-3-pYridvl 


o 


n-pentyl 


OCOOMe 


S.G-dichloro-S-nvridvl 


o 


n-pentyl 


OCOOMe 


5-chloro-6-]nethoxy~3-pyridyl 


o 


n-pentyl 


OCOOMe 


6-chloro-6-ethoxy-3-pyridyl 


0 


n-pentyl 


OCOOMe 


2-chloro-6-methyl-3-Dyridvl 


o 


n-pentyl 


OCOOMe 


6-chloro-2-nieihyl-3-nYridvl 


o 


n-pentyl 


OCOOMe 


2-methyl-4-pyridyl 


o 


n-pentyl 


OCOOMe 


2-ethyI-4-p3rridyl 


o 


n-pentyl 


OCOOMe 


2-niethoxy-4-pyridyl 


o 


n-pentyl 


OCOOMe 


2-ethoxy-4-pyridyl 


o 


n-pentyl 


OCOOMe 


2-chloro-4 -pyxidyl 


o 


n-pentyl 


OCOOMe 


2-dimethylaniino-4-pyridyl 


o 


n-pentyl 


OCOOMe 


2-{l-pyrrolidinyl)-4-pyridyl 


0 


n-pentyl 


OCOOMe 


2-piperidino-4-pyridyl 


o 


• n-pentyl 


OCOOMe 


2-morpholino-4-pyTidyl 


o 


n-pentyl 


OCOOMe 


2-methyItliio-4-p3rridyl 


0 


n-pentyl 


OCOOMe 


2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


5-methyl-2-pyrazinyl 


0 


n-pentyl 


OCOOMe 


5-ethyl-2-pyraziiiyl 


o 


n-pentyl 


OCOOMe 


5-niethoxy-2-pyrazinyl 


o 


n-pentyl 


OCOOMe 


5-ethoxy-2-pyrazinyl 


o 


n-pentyl 


OCOOMe 


5 - cUoro- 2-pyrazinyl 


o 


n-pentyl 


OCOOMe 


6-methyl-2-pyra2inyl 


0 


n-pentyl 


OCOOMe 


6-methoxy- 2-pyra2inyl 


0 


n-pen^l 


OCOOMe 


6-chloro-2-pyrazinyl 



58 



wo 02/085905 PCT/JP02/03727 



O 



n-pentyl 



R' 

OCOOEt 



2-pyriclyl 



o 



n-pentyl 



OCOOEt 



3-pyridyl 



n-pentyl 



OCOOEt 



4-pyridyl 



n-pentyl 



OCOOEt 



2-inethyI-3-pyridyl 



O 



n-pentyl 



OCOOEt 



4-metIiyl-3-pyridyl 



O 



n-pentyl 



OCOOEt 



5-methyl-3-pyridyl 



O 



n-pentyl 



OCOOEt 



6-methyl-3-pyridyl 



O 



n-pentyl 



OCOOEt 



2-ethyl-3-pyndyl 



O 



n-pentyl 



OCOOEt 



4- ethyl-3-pyTidyl 

5- ethyl»3'pyridyl 

6- ethyl>3-pyridyl 
2-inetho3ty-3 -pyr idy 1 

4-inetlioxv-3-T)vridvl 



O 



n-pentyl 



OCOOEt 



n-pentyl 



OCOOEt 



O 



n-pen^l 



OCOOEt 



O 



n-pentyl 



OCOOEt 



O 



n-pentyl 



OCOOEt 



5-methoxy-3-pyridyl 



n-pentyl 



OCOOEt 



6-methoxy-3-pyridyl 



O 



n-pentyl 



OCOOEt 



2-ethioxy- 3-pyridyl 



n-pentyl 



OCOOEt 



4- e thoxy-3-pyridyl 



n-peniyl 



OCOOEt 



5-etlioxy-3-pyridyl 



n-peniyl 



OCOOEt 



B-etboxy-S-pyxidyl 



O 



n-pentyl 



OCOOEt 



2-chloro-3-pyridyl 



n-penlyl 



OCOOEt 



4-chloro-3-pyridyl 



0 



n-pentyl 



OCOOEt 



5-cMoro- 3-pyridyl 



n-pentyl 



OCOOEt 



B-chlor o- 3-pyridyl 



n-penfyl 



OCOOEt 



2-fluoro- 3-pyridyl 



n-pentyl 



OCOOEt 



4-fluoro- 3-pyridyl 



n-peniyl 



OCOOEt 



5-£luoro-3-pyridyl 



n-pentyl 



OCOOEt 



6-fluoro-3-pyridyl 



O 



n-pentyl 



OCOOEt 



2-dimethylamino-3-pyri dyl 



n-pentyl 



OCOOEt 



4-diinethylamino- B-pyridyl 



o 



n-pentyl 



n-pentyl 



OCOOEt 



5>dimethylamino-3-pyridyl 



OCOOEt 



6-dirnethylamino-3-pyridyl 



O 



n-pentyl 



OCOOEt 



2-(l-pyrrolidinyl)-3-pyridyl 



n-pentyl 



OCOOEt 



3-{l -pyrr olidinyl)-3-pyTidyl 



n-pentyl 



OCOOEt 



G-(l-pyrrulidinyl)-3-pyridyl 



n-pentyl 



OCOOEt 



6-(l-pyrpolidinyl)-3-pyridyl 



O 



n-pentyl 



OCOOEt 



2-piperidino- 3-pyridyl 



n-pentyl 



n-pentyl 



n-pentyl 



OCOOEt 



4-piperidino-3-pyridyl 



OCOOEt 



5-piperidino- 8-pyridyl 



OCOOEt 



6-piperidino-3-pyridyl 



n-pentyl 



OCOOEt 



2-morpholino-3-pyridyl 



O 



n-pentyl 



OCOOEt 



4-inorpholino-3-pyridyl 



n-pentyl 



OCOOEt 



5-niorpholino-3-pyxidyl 



n-pentyl 



OCOOEt 



6-morpholino-3-pyridyl 



Q-pentyl 



OCOOEt 



2-hydroxy-3-pyridyl 



O 



n-pentyl 



OCOOEt 



4-liydroxy- 3-pyridyl 



n-pentyl 



OCOOEt 



5-}iydroxy-3-pyridy] 



O 



n-pentyl 



OCOOEt 



6-liy droxy- 3-pyridyl 



59 



wo 02/085905 PCT/JP02/03727 



0 J 


n-pentyl 


OCOOEt 


2-mercapto- 3-pyridyl 


0 


n-pentyl 


OCOO£t 


4-mercapto-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-xnercapto-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-meTcap to- 3-pyridyl 


0 


n-pentyl 


OCOOEt 


2-methyltliio-3-pyridyl 


0 


n-pentyl 


OCOOEt 


4-3axethylthio-3-pyxidyl 


0 


n-pentyl 


OCOOEt 


5 - m e thy 1 th i o - 3 -pyri dy 1 


0 


n-pentyl 


OCOOEt 


e-methylthio-S -pyridyl 


0 


n-pentyl 


OCOOEt 


2,6-diin ethyl- 3-pyridyl 


0 


n-pentyl 


OCOOEt 


5,6-diinethyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2,6-diethyl-3-pyxidyl 


o 


n-pentyl 


OCOOEt 


5,6-diethyl-3-pyTidyl 


0 


n-pentyl 


OCOOEt 


2, 6-diniethoxy- 3-pyridyl 


0 


n-pentyl 


OCOOEt 


5, 6-dimethoxy-3-py ridyl 


0 


n-pentyl 


OCOOEt 


2,6- diethoxy- 3-pyridyl 


0 


n-penlyl 


OCOOEt 


5,6-diethoxy-3-p3?ridyl 


0 


n-pentyl 


OCOOEt 


2,6-dicliloro-3-pyTidyl 


0 


n-penl7l 


OCOOEt 


5,6-dichloro-3-pyridyl 


0 


n-pentyl 


OCOOEt 


5-chloro-6-niethoxy-3-pyr idyl 


0 


n-pentyl 


OCOOEt 


5-chloro -6-e thoxy- 3 -pyridyl 


0 


n-pentyl 


OCOOEt 


2-chIoro-6-methyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


6-chloro-2-methyl-3-pyridyl 


0 


n-pentyl 


OCOOEt 


2-inethyl-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-etliyl-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-metlioxy-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-etlioxy-4-pyridyl 


0 


n-pen1yl 


OCOOEt 


2-chloro-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-diiaetliylaniino-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-(l-pyrrolidinyl)-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-piperidino-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-morpholino-4-pyridyl 


0 


n-pentyl 


OCOOEt 


2-niethylthio-4-pyridyl 


o 


n-pentyl 


OCOOEt 


2-pyrazinyl 


o 


n-pentyl 


OCOOEt 


5-nLethyl-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


5-ethyl-2-pyrazinyi 


0 


n-pentyl 


OCOOEt 


5-me thoxy-2 -pyraziny 1 


0 


n-pentyl 


OCOOEt 


5-ethoxy-2-pyrazinyl 


o 


n-pentyl 


OCOOEt 


5-chloro-2-pyrazinyl 


0 


n-pentyl 


OCOOEt 


6- nietliyl-2-p yr ajsinyl 


o 


n-pentyl 


OCOOEt 


G-me thoxy- 2-pyrazinyi 


0 


n-pentyl 


OCOOEt 


6-chloro-2-pyrazinyl 



60 



wo 02/085905 



PCT/JP02/03727 



A 


TO 




Y 


s 


1 

propyl 


OH 


2-pyridyi 


s 


propyl 


OH 


3-pyridyl 


s 


propyl 


OH 


4-p3rr»dyl 


s 


propyl 


OH 


2-metliyl- 3-pyridyI 


s 


propyl 


OH 


4-metliyl-3-pyridyl 


s 


propyl 


OH 


5-niethyl- 3-pyridyl 


s 


propyl 


OH 


6-inethy]- 3-pyridyl 


s 


propyl 


OH 


2-ethyl-3-pyridyl 


s 


propyl 


OH 


4-etliyl-3-pyridyl 


s 


propyl 


OH 


5-etliyl-3-pyridyI 


s 


propyl 


OH 


6-etliyl- 3-pyridyl 


vS 


propyl 


OH 


2-metlioxy-3-pyTidyl 


s 


propyl 


OH 


4-infitiioxy- 3-pyridyl 


s 


propyl 


OH 


5-inethoxy-3-pyTidyl 


s 


propyl 


OH 


6-iuethoxy-3-pyridyl 


s 


propyl 


OH 


2-ethoxy-3-pyridyl 


s 


propyl 


OH 


4-e thoxy- 3-pyridyl 


s 


propyl 


OH 


5-etlioxy-3-pyridyl 


s 


propyl 


OH 


6-etiL0xy-3-pyridyl 


s 


propyl 


OH 


2-chloro- 3-pyridyl 


s 


propyl 


OH 


4-CLhJoro- 3-pyridyl 


s 


propyl 


OB 


5-cliloro> 3-pyridyl 


s 


propyl 


OH 


6-cliloro- 3-pyridyl 


s 


propyl 


OH 


2-fluoro-3-pyridyl 


s 


propyl 


OH 


4-fluoro-3-pyridyl 


s 


propyl 


OH 


5-fluoro-3-pyridyl 


s 


propyl 


OH 


6-flnoro- 3-pyridyl 


s 


propyl 


OH 


2-dimethyla]nino-3-pyridyl 


s 


propyl 


OH 


4-dimetliylaniino-3-pyridyl 


s 


propyl 


OH 


5-dimethylaiiiino-3-pyridyl 


s 


propyl 


OH 


6»d-i me tTiylamino -3 -pyridyl 


s 


propyl 


OH 


2-(l-pyrrolidiByl)'3-pyridyl 


s 


propyl 


OH 


3-(l-pyxrolidinyl)-3-pyridyl 


s 


propyl 


OH 


5-(l-pyTrolidinyl)-3-pyiidyl 


s 


propyl 


OH 


6-(l-p3nrrolidinyl)-3-pyndyl 


b 


propyl 


OH 


2-piperidino-3-pyridyl 


s 


propyl 


OH 


4-piperidiiio-3-pyridyl 


s 


propyl 


OH 


5-piperidino-3 -pyxidyl 


s 


propyl 


OH 


6-piperidino-3-pyTidyI 


s 


propyl 


OH 


2-morpholino- 3 -pjrridy 1 


s 


propyl 


OH 


4-inorpholino- 3-pyridyl 


s 


propyl 


on 


5-jnorpholmo-3-pyridyl 


s 


propyl 


OH 


e-morpbolino- 3 -pyridyl 


s 


propyl 


OH 


2-hydroxy- 3-pyridyl 


s 


propyl 


OH 


4-liydroxy-3-pyridyl 


s 


propyl 


OH 


5-liydroxy-3-pyridyl 


s 


propyl 


OH 


6-liydroxy-3-pyridyl 



61 



wo 02/085905 



PCT/JP02/03727 



s 


propyl 


OH 


2-mercapto-3-pyridyl 


s 


propyl 


OH 


4-niercap to- 3-pyridyl 


s 


propyl 


OH 


5-mercapto-3-pyridyl 


s 


propyl 


OH 


6-mercapto-3-pyiidyl 


s 


propyl 


OH 


2-inethyltliio- 3-pyridyl 


s 


propyl 


OH 


4-in e thy 1 thio- 3 -py ridyl 


s 


propyl 


OH 


S-methyltJbdo-S-pyTidyl 


s 


propyl 


OH 


6-methylthio-3-pjrridyl 


s 


propyl 


OH 


2,6-dimetliyl-3-pyridyl 


s 


propyl 


OH 


5,6-dicaetliyl-3-pyridyl 


s 


propyl 


OH 


2,6-dietliyl- 3-pyridyl 


s 


propyl 


OH 


5,6-diethyl- S-pjrridyl 


s 


propyl 


OH 


2, 6-diinetlioxy-3-pyridyl 


s 


propyl 


OH 


5,6-dunethoxy*3-pyridyl 


s 


propyl 


OH 


2,6-dietlioxy-3-pyridyl 


s 


propyl 


. OH 


5, 6-dietlioxy-3-pyridyl 


s 


propyl 


OH 


2,6-dichloro-3-pyridyi 


s 


propyl 


OH 


5, e-dichloro-d-pyridyl 


s 


propyl 


OH 


5-chloro-6-3Bet hoxy-3-pyr i dy 1 


s 


propyl 


OH 


5-cliloro-6-ethoxy-3-pyridyl 


s 


propyl 


OH 


2-chloro-6-jnethyl-3-pyridyl 


s 


propyl 


OH 


6-chloro-2-inethyl-3-pyridyl 


s 


propyl 


OH 


2-methyl-4-pyridyl 


s 


propyl 


OH 


2-ethyl-4-pyTidyl 


s 


propyl 


OH 


2-inethoxy-4-pyxidyI 


s 


propyl 


OH 


2- ethoxy-4-pyridy 1 


s 


propyl 


OH 


2-chloro-4-pyTidyl 


s 


propyl 


OH 


2-diinethylamiiio-4-pyridyl 


s 


propyl 


OH 


2'(l-pyrrolidinyl)-4-pyridyl 


s 


propyl 


OH 


2-piperidiixo-4-pyridyl 


s 


propyl 


OH 


2-morpholiiio-4-pyridyl 


s 


propyl 


OH 


2-methyltluo-4-pyridyl 


s 


propyl 


OH 


2-p3rrazinyl 


s 


propyl 


OH 


5-iJiethyl-2-pyraziiiyl 


s 


propyl 


OH 


5-etliyl-2-pyra2inyl 


s 


propyl 


OH 


5-methoxy-2-pyrazinyl 


s 


propyl 


OH 


5-ethoxy-2-pyrazinyl 


s 


propyl 


OH 


5>cliloro-2-pyraziiiyl 


s 


propyl 


OH 


6-meihyl-2-pyr a zinyl 


s 


propyl 


OH 


6-metboxy-2-pyraziiiyl 


s 


propyl 


OH 


6-cliioro-2-pyra2inyl 



62 



wo 02/085905 PCT/JP02/03727 



• X 






Y 


s 


propyl 


OCOOMe 


2-pyridyl 


s 


. propyl 


OCOOMe 


3-pyridyl 


s 


propyl 


OCOOMe 


4-pyri4yl 


s 


propyl 


OCOOMe 


2-inethyl-3-pyridyl 


s 


propyl 


OCOOMe 


^-methyl- 3-pyridyl 


s 


propyl 


OCOOMe 


5-methyl-3-pyridyl 


s 


propyl 


OCOOMe 


6-zQeihyl-8-pyridyl 


s 


propyl 


OCOOMe 


2-ethyl- S-pyridyl 


s 


propyl 


OCOOMe 


4 thyl- 3-py ridy 1 


s 


proDvl 


OCOOMe 


6-ethvl-3-PvridYl 


s 


DroDvl 


OCOOMe 


6-etlivl- 3-Dvridvl 


s 


DroDvl 


OCOOMe 


2-nietlioxv- 3-T5 vridvl 


s 


DroDvl 


OCOOMe 


4*iTietiioxv- 3 -T) vridvl 


s 


vronvl 


OCOOMe 


5-metlioxv-3-DVTidvl 


s 


DroTDvl 


OCOOMe 


6-inethoxv- 3-D vridvl 


s 




OCOOMe 


2-ethDxv- 3 -B vridvl 


s 


BroDvl 


OCOOMe 


4-etlioxv- 3-D vridvl 


s 


•nroDvl 


OCOOMe 


5-etliox V- 3-D vridvl 


s 




OCOOMe 


6'-et}ioxv-3-Dvrid.vl 


s 


DTOOVl 

**** J' * 


OCOOMe 


2-chloro-3-Dvxidvl 


s 


■Drot)Yl 


OCOOMe 


4- chloro- 3-pyridyl 


s 


proDvl 


OCOOMe 


5-chloTo-3-pyTidyl 


s 


Dropyl 


OCOOMe 


6-chloro-3-"Dvridvl 


s 


DroDvl 


OCOOMe 


2-fIuoro- 3-pyridyl 


s 


propyl 


OCOOMe 


4-fluoro- 3 -py ridyl 


s 


propyl 


OCOOMe 


5-fluoro- 3-pyridyl 


s 


propyl 


OCOOMe 


6-Quoro-3-pyridyl 


s 


propyl 


OCOOMe 


2-diinethylamiiio-3-pyridyI 


s 


propyl 


OCOOMe 


4-dimethy2a3aino-3-pyridyI 


s 


propyl 


OCOOMe 


5-dimethylainino-3-pyridyl 


s 


propyl 


OCOOMe 


6-dimetliylainino--3-pyridyl 


s 


propyl 


OCOOMe 


2-(l-pyrrolidinyl)-3-pyridyl 


s 


propyl 


OCOOMe 


3 -(1 -pyrrolidinyl)- S-pyridyl 


s 


propyl 


OCOOMe 


6-(l-py3rrolidanyJ)-3-pyridyl 


s 


propyl 


OCOOMe 


6-(l -pyrrolidinyl)-3-pyridyl 


s 


propyl 


OCOOMe 


2-piperidino-3-pyridyl 


s 


propyl 


OCOOMe 


4-pipexidiiio-3-pyTidyl 


s 


propyl 


OCOOMe 


5-piperidino-3-pyridyl 


s 


propyl 


OCOOMe 


6-piperidi2io-3-pyridyl 


s 


propyl 


OCOOMe 


2-morpliolino-3-pyridyl 


s 


propyl 


OCOOMe 


4 -m orpholino- 3-pyridyi 


s 


propyl 


OCOOMe 


5-morpliolino- 3-pyridyl 


s 


propyl 


OCOOMe 


6-morp ho lino- 3-pyridyl 




propyl 


OCOOMe 


2-hydroxy-3-pyridyl 


s 


propyl 


OCOOMe 


4-hydTOxy-3-pyridyl 


s 


propyl 


OCOOMe 


5-hydroxy-3-pyridyl 


s 


propyl 


OCOOMe 


6-hydxoxy-3-pyridyi 



63 



wo 02/085905 



PCT/JP02/03727 



s 


propyl 


OCOOMe 


2-mercapto-3-pyridyl 


s 


propyl 


OCOOMe 


4-inercapto-3-pyridyl 


s 


propyl 


OCOOMe 


5-mercapto-3-pyridyl 


s 


propyl 


OCOOMe 


6-inercapto-3-pyridyl 


s 


propyl 


OCOOMe 


2-nietliylthio-3-pyridyl 


s 


propyl 


OCOOMe 


4-methylthio-3-pyridyl 


s 


propyl 


OCOOMe 


5-methiylthio-3-pyridyl 


s 


propyl 


OCOOMe 


6-methylthio-3-pyridyl 


s 


propyl 


OCOOMe 


2,6-diiiLetbyl- 3*pyridyl 


s 


propyl 


OCOOMe 


5,6-dimetliyl-3-pyTidyl 


s 


propyl 


OCOOMe 


2,6-dietiiyl-3-pyridyl 


s 


propyl 


OCOOMe 


5,6 - diethyl-S-pyridvl 


s 


propyl 

x^ ^ 


OCOOMe 


2, 6-dinietlioxy-3-pvridvl 


s 


propyl 


OCOOMe 


5»6-dimethoxv-3-pvridvl 


s 


propyl 


OCOOMe 


2. 6-die thoxv-3-pvridvl 


s 


propyl 


OCOOMe 


5«6-dietlioxv-3-DVTidvl 


s 


propyl 


OCOOMe 


2, G-dichloro-S-pyTidvl 


s 


propyl 


OCOOMe 


5.6- dichloro- 3- 1) vri dvl 


s 


propyl 


OCOOMe 


5~chloro~6-iaBthoxy~3-pyr i dyl 


s 


propyl 


OCOOMe 


5-chloro-6-etlioxy-3-pvridvl 


s 


propyl 


OCOOMe 


2»dhloro-6-niet]ivl- 3*p vri dvl 


s 


propyl 


OCOOMe 


6 - chloro -2-m ethyl- 3 -p vxid vl 


s 


propyl 

Mr IrJ 


OCOOMe 


2-iuetlivl-4-pyridvl 


s 


propyl 

F Mr J *■ 


OCOOMe 


2-etlivI-4-pvridvl 


s 


propyl 

*r JC *J 


OCOOMe 


2-niethoxv-4-p vr i dvl 


s 


propyl 


OCOOMe 


2-e thoxy - 4-p vrid vl 


s 


propyl 


OCOOMe 


2-chloro-4-pyridvl 


s 


propyl 


OCOOMe 


2-dixn ethylaiDino-4-pyr idyl 


s 


propyl 


OCOOMe 


2- (l-pyTrolidinyl)-4-pyridyl 


s 


propyl 


OCOOMe 


2-pip eridiiio-4-pyTidy 1 


s 


propyl 


OCOOMe 


2-morpIiolino-4-pyridyl 


s 


propyl 


OCOOMe 


2-metliyltlno-4-pyTidyl 


s 


propyl 


OCOOMe 


2-pyrazinyl 


s 


propyl 


OCOOMe 


5-methyl-2-p3nrazinyl 


s 


propyl 


OCOOMe 


5-ethyI-2-pyraziQyl 


s 


propyl 


OCOOMe 


5-mei}io2:y-2-pyraziiiyl 


s 


propyl 


OCOOMe 


5-etlioxy-2-pyraz;inyl 


s 


propyl 


OCOOMe 


5-cliloro-2-pyrazinyl 


s 


propyl 


OCOOMe 


6-metliyl-2-pyra2inyl 


s 


propyl 


OCOOMe 


6-metlioxy-2-pyr a ziny 1 


s 


propyl 


OCOOMe 


6-chloro-2-pyraziiiyl 



64 



X 






Y 


s 


propyl 


OCOOEt 


2-pyridyl 


s 


propyl 


OCOOEt 


S-pyridyl 


s 


propyl 


OCOOEt 


4-pyTidyl 




propyl 


OCOOEt 


2-methyl-3-pyridyl 


s 


propyl 


OCOOEt 


4-methyl-3-pyridyl 


s 


propyl 


OCOOEt 


6-methyl-3-pyridyl 


8 


propyl 


OCOOEt 


6-in e thyl-3-pyridyl 


S 


propyl 


OCOOEt 


2-e thy 1- 3-pyridyl 


s 


propyl 


OCOOEt 


4-ethvl-3-DyTidyl 


s 


propyl 


OCOOEt 


5 -e thvl- 3-Dvridy 1 


s 


propyl 


OCOOEt 


6-ethvl- 3-pyr idy 1 


s 


propvl 


OCOOEt 


2 -me tlioxv*3 -p vrid vl 


s 


Dropvl 


OCOOEt 


4-methoxv-3-TivTidvl 


s 


propyl 


OCOOEt 


■ S-methoxy-S-pyridvl 


s 


nroDvl 


OCOOEt 


6-m 6 thoxv - 3 -Dv ridvl 


s 


propyl 


OCOOEt 


t hoxv- 3- D vrid vl 


s 


propyl 


OCOOEt 


4-eth.oxv-3-Dyridvl 


s 


propyl 


OCOOEt 


5-6tlioxv-'3>DV]*idvI 


s 


propyl 


OCOOEt 


6-etlioxv-3-pvridvl 


s 


piopvl 


OCOOEt 


2 ~ chlor o- 8 -d vr id vl 


s 


propyl 


OCOOEt 


4- chloro-3-pyridy 1 


s 


propyl 


OCOOEt 


5 - chJoi'o -3 -p yridvl 


s 


propyl 


OCOOEt 


6-cliloro-3-pyridyl 


s 


propyl 


OCOOEt 


2-fluoro-3-pyridyl 


s 


propyl 


OCOOEt 


4-£luoro- 3 -pyridyl 


s 


propyl 


OCOOEt 


5-£luoro-3-pyridyl 


s 


propyl 


OCOOEt 


6-fltioro- 3-pyridyl 


s 


propyl 


OCOOEt 


2-diBietliylainino-3-pyTidyl 


s 


propyl 


OCOOEt 


4-dimethyiainino-3-pyridyl 


s 


propyl 


OCOOEt 


5- dimethylamino-3 -pinridyl 


s 


propyl 


OCOOEt 


6-dimethylamiiio-3-pyridyl 


' s 


propyl 


OCOOEt 


2-(l-pyrrolidinyl)-3-pyridyl 


s 


propyl 


OCOOEt 


3-(l-pyrrolidinyl)-3-pyridyl 


s 


propyl 


OCOOEt 


5-(l-pyrrolidinyl)-3 -pyridyl 


s 


propyl 


OCOOEt 


6-(l-pyrrolidinyl)- 3-pyridyl 


s 


propyl 


OCOOEt 


2-piperidino- 3-pyridyl 


s 


propyl 


OCOOEt 


4-piperidino- 3-pyridyl 


s 


propyl 


OCOOEt 


5-piperidino- 3-pyridyl 


s 


propyl 


OCOOEt 


6-piperidiiio-3-pyridyl 


s 


propyl 


OCOOEt 


2-m orpholino- 3 -pyridyl 


s 


propyl 


OCOOEt 


4-morpliolino-3-pyridyl 


s 


propyl 


OCOOEt 


5 -m orpholino- 3 -pyridyl 


s 


propyl 


OCOOEt 


6-xnorpholino-3-pyridyl 


s 


propyl 


OCOOEt 


2-hydroxy-3-pyridyl 


s 


propyl 


OCOOEt 


4-hy dr oxy- 3-pyridyl 


s 


propyl 


OCOOEt 


6-hydroxy-3^pyridyl 


s 


propyl 


OCOOEt 


6-hydroxy- 3-pyridyl 



65 



wo 02/085905 



PCT/JP02/03727 



s 


propyl 


OCOOEt 


2-inercapto-3-pyridyl 


s 


propyl 


OCOOEt 


4-mercapt6-3-pyridyl 


s 


propyl 


OCOOEt 


5-inercapto-3-pyridyl 


s 


propyl 


OCOOEt 


6-mercapto*3-pyridyl 


s 


propyl 


OCOOEt 


2-xnethylthio-3 -pyridyl 


s 


propyl 


OCOOEt 


4-inethylthio-3-pyridyl 


s 


propyl 


OCOOEt 


5-methylthio-3-pyridyl 


s 


propyl 


OCOOEt 


6-inethylthio-3-pyridyl 


s 


propyl 


OCOOEt 


2,6-di2nethyl-3-pyridyl 


s 


propyl 


OCOOEt 


5i6-diiaethyl-3-pyridyl 


s 


propyl 


OCOOEt 


2,6-diethyl-3-pyridyl 


s 


propyl 


OCOOEt 


5 , 6-die tliyl-3-pyridyl 


s 


propyl 


OCOOEt 


2, 6-diiiiethoxy-3-pyri<^l 


s 


propyl 


OCOOEt 


5,6-dimethoxy-3-pyridyl 


s 


propyl 


OCOOEt 


2,6-dietlioxy-3 -pvridvl 


s 


oroDvl 


OCOOEt 


5 , 6 - die tlioxv-3 -p vr idvl 


s 


proDvl 


OCOOEt 


2. 6-dicliloro-3-OYridvl 


s 


DroDvl 


OCOOEt 


5. 6-dichloro-3-Pvrid vl 


s 


Droovl 


OCOOEt 


5-chloro~6^Bt hoxy-3-pyr i dyl 


s 


propyl 

Mr ^XrJ * 


OCOOEt 


5-cliloTO-6-etlioxv-3-Pvridvl 


s 


propyl 


OCOOEt 


2-chloro- 6-metlivl- 3-p vr idvl 


s 


propyl 


OCOOEt 


S-chloro- 2-methvl- 3-p vxidvl 


s 


propyl 


OCOOEt 


2- jiietlivl-4-p vri dvl 


s 


propyl 


OCOOEt 


2-etliyl-4-pyridvl 


s 


propyl 


OCOOEt 


2- me thoxy-4-pyridvl 


s 


propyl 


OCOOEt 


2-etboxy-4-pyridyl 


s 


propyl 


OCOOEt 


2-chloro- 4-pvridvl 


s 


propyl 


OCOOEt 


2-dimethylamiiio-4-pyridyl 




propyl 


OCOOEt 


2-(l-pyrrolidmyl) -4-pyridyl 


s 


propyl 


OCOOEt 


2-piperidino-4-pyridyl 


s 


propyl 


OCOOEt 


2-morpholino-4-pyridyl 


s 


propyl 


OCOOEt 


2-metliylthio-4-pyridyl 


s 


propyl 


OCOOEt 


2-pyraziiiyl 


s 


propyl 


OCOOEt 


5- m ethyl-2-py razinyl 


s 


propyl 


OCOOEt 


5-ethyl-2-pyraziiiyl 


s 


propyl 


OCOOEt 


5-metlioxy-2-pyra2inyl 


s 


propyl 


OCOOEt 


5-ethoxy-2-pyTazinyl 


s 


propyl 


OCOOEt 


5-chloro-2-pyra2inyl 


s 


propyl 


OCOOEt 


6-methyl-2-pyraziiiyl 


s 


propyl 


OCOOEt 


6-methoxy-2-p3^a2inyl 


s 


propyl 


OCOOEt 


6-chloro-2-pyrazinyl 



66 



wo 02/085905 PCT/JP02/03727 



A 


Iv 


P2 
JX 


V 

* X 


Q 


n-uuxyi 






c 
o 


n-Dutyi 


Uil 


3-pyridyl 


o 
o 


n-putyl 


On 


4-pyriayl 


c 
o 


n-DutyJ. 


UH 


2-ine thyl- 3-pynayl 


s 


n-butyl 


On 


4-methyl-3-pyridyl 


s 


n-butyl 


OH 


5-metnyl-3-pyriayl 


s 


n-outyl 


OH 


6-jnethyl-3-pyriayl 


s 


n-bntyl 


OH 


2-ethyl-3-pyridyl 


S 


n-butyl 


OH 


4-etbyl-3-pyridyl 


s 


n-Dutyl 


OH 


5-ethyl-3-pyridyl 


s 


n-bulyl 


OH 


6-etbyl-3-pyridyl 


s 


n-butyl 


OH 


2-in e thoxy - 3 -pyr idyl 


s 


n-butyl 


OH 


4-metlioxy- 3-pyridy3 


s 


n-biityl 


OH • 


5-ine thoxy- 3-pyridyl 


s 


n-butyl 


OH 


6-ine thoxy- 3 -pyxidyl 


s 


n-butyl 


OH 


2-ethoxy-3-pyridyl 


s 


n-butyl 


OH 


4-etb.oxy-3-pyTidyl 


s 


n-butyl 


OH 


5-e thoxy- 3-pyridyl 


s 


n-butyl 


OH 


6-ethoxy-3-pyridyl 


s 


n-butyl 


OH 


2- chloro- 3 -pyridyl 


s 


n-bulyl 


OH 


4-chloro-3-pyridyl 


s 


n-butyl 


OH 


5- chloro- 3-pyridyl 


s 


n-butyl 


OH 


6-chloro-3-pyridyl 


s 


n-butyl 


OH 


2-fluoxo-3 -pyridyl 


s 


n-butyl 


OH 


4-£luoro-3-pyridyl 


s 


n-butyl 


OH 


5-fluoTO- 3-pyridyl 


s 


n-butyl 


^^^^ 

OH 


6-flu oro- 3-pyridyl 


s 


n-butyl 


OH 


2-diinetnylamino-3-pyndyl 


s 


n-butyl 


OH 


4-aimethylamino-3-pyndyl 


s 


n-butyl 


OH 


5-damethylamino-3-pyxidyl 


s 


n-bulyl 


OH 


e-aimetnylamino-S-pyndyl 


s 


n-butyl 


OH 


2-(l-pyrrolidinyl)-3-pyndyl 


CI 

s 


n-butyl 


OH 


3-(l-pyrrobdinyl)-3-pyridyl 


o 


L -.1. T 

n-butyl 


OH 


5-(l-py rrolidiny 1)- 3 -pyndyl 


a 

b 


n-butyl 


OH 


6-(l-pyrrondmyl)- 3 -pyridyl 


c 
o 


n-butyl 


OH 


2-piperidino-3-pyndyl 


g 


J-l-U U.li.jr A 


KfxX 


ffc-pipexiumo-o-pynuyi 


s 


n-butyl 


OH 


5-pip eridino- 3-pyridyl 


s 


n-bulyl 


OH 


6-pip eridino- 3-pyridyl 


s 


n-butyl 


OH 


2-niorpholino- 3-pyridyl 


s 


n-butyl 


OH 


4-morpholino-3-pyxidyl 


s 


n-butyl 


OH 


5-inorpholuio- 3 -pyridyl 


s 


n-butyl 


OH 


6-morpholino- 3-pyridyl 


s 


n-butyl 


OH 


2-hydroxy-3-pyridyl 


s 


n-butyl 


OH 


4-hydroxy-3-pyridyl 


s 


n-butyl 


OH 


5-hydroxy- 3-pyridyl 


s 


n-butyl 


OH 


6-hydroxy- 3-pyridyl 



67 



wo 02/085905 PCT/JP02/03727 



s 


n-buiyl 


OH 


2-m e rcan to- 3- p yri dvl 


s 


n-butyl 


OH 


4-nLercanto- 3-ny ridvl 


s 


u-butvl 


OH 


5-niercanto- S-T) vrid vl 


s 


n-butvl 


OH 


6-111 ercati to- S-nvri dvl 


s 


n-butvl 


OH 


2-nietbvl tbio- 3 -Dvridvi 


s 


«Ul V w V X 


OH 


■X'ULC VXAjr X bXXXU U Vj ^ XU V X 


s 




OH 

wxx 


- in ^ f"!! vl "f Vl 1 /I • 3 - Ti VTTl l1 17 1 


s 




OTT 


o-iuc Liiy jifXJLiU'O jpj xitty 1 


o 
o 




nw 


2» o-aixn emyi- o -pynayi 


Q 




pvTJ 
UH 


0, b-ounetnyi- o-pyridy 1 


Q 


n-Dutyi 


Url 


D-oietnyl- o-pyxiclyl 


Q 
O 


n-butyl 


UU 


0 , D-cuetny 1- 3-pynayl 


o 
o 


n-butyl 


Url 


2, D-cmnetnoxy-o-pyriayi 




1 n- butyl 


Url 


5, D-oime tnoxy- 3 -py ridyl 


b 


n-butyl 


UJbl 


Z, 6-aietnoxy-3-pynayl 


b 


n-butyl 


UJci 


o,6-aiethoxy-3-pyndyl 


b 


n-Diityl 


Uxi 


2,6-aicnloro-3-pyndyl 


b 


n-butyl 


UM 


5,6-aichloro-3-pyridyl 


b 


n-butyl 


UJd 


5-chloro-6-inethoxy-3-pyr i dy 1 


b 


n-butyl 


Uxi 


5-ciiloro-6-etnoxy-3-pynayl 


n 
O 


n-butyl 


OH 


2-cnloro-6-methyl-3-pyridyl 


b 


n-butyl 


UJd 


6-chloro-2-methyl-3-p3nridyl 


b 


n-butyl 


Uxl 


2-methyl-4-pyndyl 


b 


n-butyl 


UH 


2-ethyl-4-p3nndyl 


b 


n-Dutyl 


UJtl 


2-metboxy-4-pyridyl 




n-DUcyi 




z-e tno3cy-4-pynayl 


C 

o 


n-Dui^i 


Ull 


z-cnioro-4-p3nmayl 


D 


n-Dutyi 


Uxl 


2-dinietbylamino-4-pyridyl 


c 
o 


n-uutyi 


KJXX 


A-Vi.-pyrroiiauiyiy-4-pyriayi 


o 

o 


n-outyi 




^-pipeniiino-4-pynciyx 


s 


n-butvl 


OH 


ojtdIi ol j n o - 4--TJvri d vl 


s 


n-butyl 


OH 


2-metbyltMo-4-pyridyl 


s 


n-butyl 


OH 


2--pyrazinyl 


s 


n-butyl 


OH 


5-methyl-2-pyrazinyl 


s 


n-butyl 


OH 


5-ethyl-2-pyrazinyl 


s 


n-butyl 


OH 


5-me tbo3cy-2-pyrazinyl 


s 


n-butyl 


OH 


5-ethoxy-2-pyrazinyl 


s 


n-butyl 


OH 


5-cbloro-2-pyrazinyl 


s 


n-butyl 


OH 


6- me thyl-2-p3rra2inyl 


s 


n-butyl 


OH 


6-methoxy-2-pyrazinyl 


s 


n-butyl 


OH 


6-cliloro-2-pyrazinyl 



68 



wo 02/085905 PCT/JP02/03727 



X 






y 


s 


n-butyl 


OCOOMe 


'2-pyridyl 


s 


n-butyl 


OCOOMe 


3-pyridyl 


s 


n-butyl 


OCOOMe 


4-pyTidyl 


s 


n-bulgrl 


OCOOMe 


2-methyi-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-methyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-inethyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-me thy I- 3-pyridyl 


s 


n-butyl 


OCOOMe 


2-etliyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-ethyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-e thyl- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-etbyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-methoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-methoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


S-methoxy-S-pyridyl 


s 


n-butyl 


OCOOMe 


6-methoxy-3-pyridyl 


s 


n-butyi 


OCOOMe 


2-etho2ty-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-ethoxy-3-pyndyl 


s 


n-butyl 


OCOOMe 


6-ethoxy-3-pyxidyl 


s 


n-butyl 


OCOOMe 


2-chloro-3-pyndyl 


s 


n-butyl 


OCOOMe 


4-chloro-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-cliloro-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-chloro-3 -psnridy 1 


s 


n-butyl 


OCOOMe 


2-fluoro-3-pyridyl 


s 


n-butyl 


OCOOMe 


4-fluoro-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-fluoro-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-fluoro- 3-pyridyl 


s 


n-butyl 


OCOOMe 


2-dimethylamino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


4-dime thy lamino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


5- dime thy lamino- 3 -py ridy 1 


s 


n-butyl 


OCOOMe 


6-dimethylaTnino-3-pyridyl 


s 


n-bntyl 


OCOOMe 


2-(l-pyTrolidinyl)-3-pyridyl 


s 


n-butyl 


OCOOMe 


3-(l-pyrrolidinyl)- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-(l -pyrrolidinyl)- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-(l-pyjrrolidinyl)-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-pip eridino-3-py ridyl 


s 


n-butyl 


OCOOMe 


4-pip enttino-3-pyriayl 


s 


n-butyl 


OCOOMe 


6-piperidino-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-piperidino-3 -pyridy 1 


s 


n-butyl 


OCOOMe 


2-morpholino-3-pyridyI 


s 


n-butyl 


OCOOMe 


4-morpliolino- 3 -pyridy 1 


s 


n-butyl 


OCOOMe 


5-morpholino- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-morpholino-3-pyridyl 


s 


n-bntyl 


OCOOMe 


2 -by droxy- 3-pyridyl 


s 


n-butyl 


OCOOMe 


4-hydroxy- 3-pyridyl 


s 


n-butyl 


OCOOMe 


6-hy droxy- 3-py ri dyl 


s 


n-butyl 


OCOOMe 


6-hy droxy- 3-pyridyl 



69 



wo 02/085905 PCT/JP02/03727 



s 




OCOOMe 


2-merGapto-3-pyxidyl 


s 


n-but^l 


OCOOMe 


4-mercapto-3-pyridyl 


s 


n-butyl 


OCOOMe 


5-mercapto-3-pyridyl 


s 


n-butyl 


OCOOMe 


6-mercapto-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-methylthio-3-p5aidyl 


s 


n-butyl 


OCOOMe 


4-niethyltbio-3-pyridyl 


. s 


n-butyl 


OCOOMe 


5-niethylthio-d-pyridy] 


s 


n-butyl 


OCOOMe 


6-me thyltbio- 3 -pyridyl 


s 


n-butyl 


OCOOMe 


2.6-dimetbyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


5,6-dimethyl-3-pyridyl 


s 


n-bu^yl 


OCOOMe 


2,6-diethyl-3-pyxidyl 


s 


n-butyl 


OCOOMe 


5,6-dietbyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


2,6-dimetho3cy-3-pyTidyl 


s 


n-butyl 


OCOOMe 


5,6-dimetboxy-3-p3rridyl 


s 


n-butyl 


OCOOMe 


2,6-diethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


5,6-diethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


2,6-dichloro-3-pyridyl 


s 


n-butyl 


OCOOMe 


5 ,6-dicliloro- 3-pyridyl 


s 


n-butyl 


OCOOMe 


S-chloro-6-methoxy^3-pyTidyl 


s 


n-butyl 


OCOOMe 


5-chloro-6-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOMe 


2- diloro- 6 -m e thy 1- 3 -p yridyl 


s 


n-butyl 


OCOOMe 


6-ciiloro-2-metbyl-3-pyridyl 


s 


n-butyl 


OCOOMe 


2-methyl-4-pyridyl 


s 


n-butyl 


OCOOMe 


2- e thy 1-4 -pyri dy 1 


s 


n-butyl 


OCOOMe 


2-inethoxy-4-pyridyl 


s 


n-butyl 


OCOOMe 


2-ethoxy-4-pyridyl 


s 


n-buiyl 


OCOOMe 


2-chlorc>-4-pyridyl 


s 


n-butyl 


OCOOMe 


2-dimethylamino-4-pyridyl 


s 


n-butyl 


OCOOMe 


2- (1 -pyrrolidinyl)-4-pyridy 1 


s 


n-butyl 


OCOOMe 


2-p ip eridino -4 -pyridyl 


s 


n-butyl 


OCOOMe 


2-niorpholino-4-pyridyl 


s 


n-butyl 


OCOOMe 


2-methyltliio-4-pyridyl 


s 


n-butyl 


OCOOMe 


2-pyrazinyl 


s 


n-butyl 


OCOOMe 


5-methyl-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


5-etbyl-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


5-methoxy-2-pyra2dnyl 


s 


n-butyl 


OCOOMe 


5-etboxy-2-p3nrazinyl 


s 


n-butyl 


OCOOMe 


5-chloro-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


6- me thy 1- 2'py r a zinyl 


s 


n-butyl 


OCOOMe 


6-methoxy-2-pyrazinyl 


s 


n-butyl 


OCOOMe 


6-chloro-2-pyrazinyl 



70 



wo 02/085905 



PCT/JP02/03727 



V 
A 


K 




Y 


S 


1- 1.-1 

n-butyl 


OCOOEt 


2-pyndyl 


ft 

s 


n-DUtyl 


OCOOEt 


3-pyndyl 


s 


n-butyl 


OCOOEt 


4-pyriayl 


s 


n-butyl 


OCOOEt 


2-methyl- 3-pyridyl 


s 


n-butyl 


OCOOEt 


4-in ethyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-methyl-3 -pyridyl 


s 


n-butyl 


OCOOEt 


6-metbyl-3-p3aridyl 


s 


n-butyl 


OCOOEt 


2-ethyl-3-pyndyI 


s 


n-bulyl 


OCOOEt 


4-ethyl-3-pyridyl 


s 


n-bulyl 


OCOOEt 


6-ethyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-etliyl-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-metlioxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-methoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


5 -me tfaoxy- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-me thoxy- 3-pyridyl 


s 


n-bulyl 


OCOOEt 


2-e tlioxy-3 -pyridyl 


s 


n-butyl 


OCOOEt 


4-ethoxy-3-pyTidyl 


s 


n-butyl 


OCOOEt 


5-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-ethoxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-chloro-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-chlor o- 3 -pyridyl 


s 


n-butyl 


OCOOEt 


5-chloro- 3 -pyri dyl 


s 


n-butyl 


OCOOEt 


6-cliloTO-3-pyridyI 


s 


n-butyl 


OCOOEt 


2-fluoro- 3-pyridyl 


s 


n-butyl 


OCOOEt 


4-fluoro-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-fluoro-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-fluoro-3-pyn dyl 


s 


n-butyl 


OCOOEt 


2'dimethylan>ino-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-diniethylainino-3-pyridyl 


s 


n-butyl 


OCOOEt 


S-dimetbylamino-d-pyridyl 


s 


n-butyl 


OCOOEt 


G- dimethylamino- S-pyridyl 


s 


n-butyl 


OCOOEt 


2-(l-pyrrolidinyl)-3-pjrridyl 


s 


n-butyl 


OCOOEt 


3-(l -pyxTolidinyi)-3-pyndyl 


s 


. n-butyl 


OCOOEt 


5- (1 -pyrrolidiny 1)- 3 -pyndyl 


s 


n-butyi 


OCOOEt 


6-(l -pyrrolidinyl)-3-pynayl 


D 


n-butyl 


Ut^OUliit 


2-piperidino-3-pyridyi 


s 


n-butyl 


OCOOEt 


4-piperldino-8-pyridyl 


s 


n-butyl 


OCOOEt 


5-p ip eridino- S-pyridy 1 


s 


n-butyl 


OCOOEt 


6-piperid3iio-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-morpliolino-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-morpliolino-3-pyridy] 


s 


n-butyl 


OCOOEt 


5-iQorpholino- 3-pyridyl 


s 


n-butyl 


OCOOEt 


6-morpholino-3-pyridyl 


s 


n-butyl 


OCOOEt 


2-hydroxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


4-hydroxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


5-hydroxy-3-pyridyl 


s 


n-butyl 


OCOOEt 


6-liydroxy-3-pyridyl 



71 



wo 02/085905 



PCT/JP02/03727 



s 


n-butyl 


OCOOEt 


2-mercaDto-3-T)vridvl 


s 


n»butyl 


OCOOEt 


4-3aaercapto- 3-D vridvl 


s 


n-butyl 


OCOOEt 


5-Biercanto-3-o"vridvl 


s 


n-butvl 


OCOOEt 




s 


n-biitvl 


OCOOEt 


2 -TO e tlivltliio - 3 -n vri H vl 


s 


n-butvl 


OCOOEt 


4 - in P vl tVii rt- S -Y^TTTi ^IttI 

^ JJ±CvUjrJ>wJXLw u — ^J^XAUVX 


s 


U V X 


OCOOEt 


ij xuc uiAy iiiXLaiJ'xj Lfy ±x\j.y X 


Q 


UL"k/Uwjf J. 




D-iuc uiyiuuu-o-jjy x luyi 


o 






z , D - cuinie uiiyji- o -pyxiay 1 


q 
o 






Dj D-oiinetnyi- d-pjrriay 1 


c 






z, b-die tnyi-o-pyriayi 


Q 


n-Duiyi 


UKrKJKJJCiZ 


0 , o -uie tny 1- a-pynayi 


Q 


n-Duxyi 




o-oune tnozy-o -pyncLy 1 


Q 


n-Duiyi 




5,6-di2netho3^-3-pyridyl 




n- Duty J 




2, 6-die thoxy- 3-p3nridyl 


o 


n-butyl 




5,6-aietlioxy-3-pyTiayi 


o 


n-Dutyi 




2,D-aicnloro-3-pyriayl 


c 
o 


n-Dutyl 


OOOOlilt 


5, 6-dichloro-3-pyndyl 


Q 

o 


n-butyl 


UUUUilit 


5-chloro-6-Hiethoxy— 3-pyridyl 


Q 

o 


n-butyl 




5-chloxo-6-ethoxy>3-pyxidyl 


o 
o 


V.-. 

n-Dutyi 




2*chloro-6-methyl-3-pynayJ 


c 
o 


n-Dutyi 




6-cliloro-2-methyl-3-pyridyl 


Q 


n-Dutyl 




2-methyl-4-pyridyl 


Q 
O 


n-Dutyi 




2- etbyl-4-py ridyl 




n-Duxyi 




z-me tnoxy- 4-pyriay i 




n-Duiiyi 




^-etnoxy-4-pynayi 


q 


n-Duiyi 


WO WW Hi u 


z-cnioro-4-pyTiayi 


q 
o 


n-Duiiyi 


www WJCiO 


z-aimexnyianiino-4-pyriayi 


q 


xi-Duuyi 


L-/ w w vvJLt 


z* ^1 -p^rTroiiamy j^-4-pyTiciyi 


q 




WW w wxuc 


js-pipericimo-4-pynuyi 


s 


n-butvl 


OCOOEt 

V-*' v_y \_/ V-/ JL_/ V 


2- m oTT>h oil n o - 4 -n V rid vl 


s 


n-butyl 


OCOOEt 


2-nietliyltlno-4-pyridyl 


s 


n-butyl 


OCOOEt 


2-p3rrazinyl 


s 


n-butyl 


OCOOEt 


5-methyl-2-pyrazii]^l 


s 


n-bntyl 


OCOOEt 


6-ethyl-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


5-metboxy-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


5-e thoxy-2 -pyraziny I 


s 


n-bntyl 


OCOOEt 


5-chloro-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-methyl-2-pyrazinyl 


s 


n-butyl 


OCOOEt 


6-methoxy-2-pyra2inyl 


s 


n-butyl 


OCOOEt 


6-chloro-2-pyTazinyl 



72 



wo 02/085905 



PCT/JP02/03727 



X 






Y 


s 


n-pentyl 


OH 


2-pyriayl 


B 


n-pentyl 


OH 


3-pyriayl 


s 


n-pentyl 


OH 


4-pyridyl 


S 


n-pentyl 


OH 


2-methyl- 3-pyridyl 


s 


n-pentyl 


OH 


4 - m e thy 1- 3 -pyri dyl 


s 


n-pentyl 


OH 


6-methyl-3*pyri(iyl 


s 


n-pentyl 


OH 


6-methyl-3-p3rridyl 


s 


n>pentyl 


OH 


2-ethyl-3-pyridyl 


s 


n-pentyl 


OH 


4-ethyl-3-pyxidyl 


s 


n-pentyl 


OH 


6-ethyl-3-pyridyl 


s 


n-pentyl 


OH 


6-etliyl-3-pyridyl 


s 


n-pentyl 


OH 


2-methoxy-3-pyridyl 


s 


n-pcntyl 


OH 


4-methoxy-3-pyridyl 


s 


n-pentyl 


OH 


5-methoxy-3-pyridyl 


s 


n-pentyl 


OH 


6-methoxy-3-pyridyl 


s 


n-pentyl 


OH 


2-ethoxy-3-pyridyl 


s 


n-pentyl 


OH 


4-ethoxy-3-pyridyl 


s 


n-pentyl 


OH 


5-etlioxy-3-pyridyl 


s 


n-pentyl 


OH 


6-etlioxy-S-pyridyl 


s 


n-pentyl 


OH 


2-chlorO' 3-pyridyl 


s 


n-pentyl 


OH 


4-chloro- 3-pyridyl 


s 


n-pentyl 


OH 


5- chloro- 3-pyridyl 


s 


n-pentyl 


OH 


6-chloro-3-pyridyl 


s 


n-pentyl 


OH 


2-fluoro-3 -pyridyl 


s 


n-pentyl 


OH 


4-fluoro-3 -pyridyl 


s 


n-pentyl 


OH 


5-fluoro - 3 -pyridyl 


s 


n-pentyl 


OH 


6-fluoro- 3 -pyridyl 


s 


n-pentyl 


OH 


2-dimethylai]iino-3-pyridyl 


s 


n-pentyl 


OH 


4-dimethylamino-3-pyridyl 


s 


n-pentyl 


OH 


6-dimethylamino-3-p3n:idyl 


s 


n-pentyl 


OH 


6-dimethy lamino- 3-p3nridyl 


s 


n-pentyl 


OH 


2-(l-pyxxolidinyl)-3-pyridyl 


s 


n-pentyl 


OH 


3-(l-pyrrolidinyl)-3-pyridyl 


s 


n-pentyl 


OH 


5-(l-pyTToli dinyl)-3-pyridyl 


s 


n-pentyl 


OH 


6-(l-pyrrolidmyl)- 3-pyridyl 


s 


n-pentyl 


UH 


Z-pipcridiiio-o-pyriayl 


s 


n-pentyl 


OH 


4-pip eridino-3-pyridyl 


s 


n-pentyl 


OH 


5-piperidino-3-pyridyl 


s 


n-pentyl 


OH 


6-pip eridino-3-pyridyl 


s 


n-pentyl 


OH 


2-niorpholino-3-pyridyl 


s 


n-pentyl 


OH 


4-morpholino-3-pyridyl 


s 


n-pentyl 


OH 


5-morpholino-3-pyridyl 


s 


n-pentyl 


OH 


6-morpholino-3-pyiidyl 


s 


n-pentyl 


OH 


2-liydroxy-3-pyridyl 


s 


n-pentyl 


OH 


4-hydroxy- 3 -pyridyl 


s 


n-pentyl 


OH 


6-hydroxy-3-pyridyl 


s 


n-pentyl 


OH 


6-liydroxy-3-pyTidyl 



73 



wo 02/085905 PCT/JP02/03727 



s 


n-pentyl 


OH 


2-mercap to- 3-py lidyl 


s 


n-pentyl 


OH 


4-mercapto-3-pyridyl 


s 


n-pentyl 


OH 


5 -mercapto- 3-pyridyl 


s 


n-pentyl 


OH 


6-mercap to- 3-pyr idyl 


s 


n-pentyl . 


OH 


2 - me thy Ithio - 3 -py ridy 1 


s 


n-pentyl 


OH 


4-methylthio-3-pyridyl 


s 


n-pentyl 


OH 


5-me thy Ithio- 3-pyridyl 


s 


n-pentyl 


OH 


6- m e thy 1 thio- S-pyxi dyl 


s 


n-pentyl 


OH 


2.6-diniethyl-3-pyridyl 


s 


n-pentyl 


OH 


5, 6-dimethyl- 3-pyridyl 


s 


n-peniyl 


OH 


2,6.diethyl-3-pyTidyl 


s 


n-pentyl 


OH 


5,6-diethyl-3-pyridyl 


s 


n-pentyl 


OH 


2, 6-di me thoxy-3-pyri dyl 


s 


n-pentyl 


OH 


5, 6-diniethoxy-3-py ridyl 


s 


n-pentyl 


OH 


2.6-diethoxy-3-pyridyl 


s 


n-pentyl 


OH 


5 , 6 -die thoxy-3-pyridyl 


s 


n-pentyl 


OH 


2,6-dichloro-3-pyridyl 


s 


n-pentyl 


OH 


5,6-dichloro- 3-pyridyl 


s 


n-pentyl 


OH 


5-c hloro-6-3net hoxy-3-pyr i dyl 


s 


n-pentyl 


OH 


5-chloro-6-ethoxy- 3 -pyridy 1 


s 


n-pentyl 


OH 


2-chloro- 6-methyl-3-p5nf idyl 


s 


n-pentyl 


OH 


6-cliloro-2-methyl-3-pyridyl 


s 


n-pentyl 


OH 


2-niethyl-4-p3nfidyl 


s 


n-pentyl 


OH 


2-ethyl-4-pyridyl 


s 


n-pentyl 


OH 


2-methoxy-4-pyridyl 


s 


n-pentyl 


OH 


2- ethoxy-4-pyridyl 


s 


n-pentyl 


OH 


2-chloro-4-pyridyl 


s 


n-pentyl 


OH 


2 - dim e thy 1 a m ino- 4 -p y ridy 1 


s 


n-pentyl 


OH 


2-(l-pyrrolidinyi)-4 -pyridyl 


s 


n-pentyl 


OH 


2-piperidino- 4 -pyridy 1 


s 


n-pentyl 


OH 


2-morpholino-4-p3nridyl 


s 


n-pentyl 


OH 


2-methylthio-4-pyxidyl 


s 


n-pentyl 


^ OH 


2-pyrazinyl 


s 


n-pentyl 


OH 


6-niethyl-2-pyrazinyl 


s 


n-pentyl 


OH 


5-ethyl-2-p3rra2inyl 


s 


n-pentyl 


OH 


5-methoxy-2-pyrazinyl 


s 


n-pentyl 


OH 


5-ethoxy-2-pyrazinyl 


s 


• n-pentyl 


OH 


5-chloro-2-pyrazinyl 


s 


n-pentyl 


OH 


6-methyl-2-pyra2inyl 


s 


n-pentyl 


OH 


6-me thoxy- 2-pyrazinyl 


s 


n-pentyl | OH 


6- chloro-2-py r azinyl 



74 



wo 02/085905 PCT/JP02/03727 



Y 

A. 






X 


o 


ZL-pemyx 




A-pyriayi 


Q 


n-pentyi 


L/LrUV/IVie 


3-pyridyl 


C! 
O 


n-pen1yl 


UoUvJiVle 


4-pyriayi 


b 


n-peniyl 


ULrUUJMe 


2-me thy 1- 3 -pyridyl 


O 


n-pentyl 


UOUUMe 


4-m e thy 1-3-pyndy 1 


s 


n-pentyl 


OCOOMe 


5-methyl«3-pyriayl 


s 


n-pentyl 


OCOOMe 


6-methyl-3-pyriayl 


s 


n-pentyl 


OCOOMe 


2-ethyl-3-pyndyl 


s 


n-pentyl 


OCOOMe 


4-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-methoxy-3-pyridyl 


s- 


n-pentyl 


OCOOMe 


5-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-ethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-ethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-ethoxy-3-p yridyl 


s 


n-pentyl 


OCOOMe 


6-ethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-chloro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-chloro-3-pyridyl 


s 


n-pentyl 


OCOOMe . 


5-chloTO-3*pyridyl 


s 


n-pentyl 


OCOOMe 


e-chloro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-fluoro- 3-p3nridyl 


s 


n-pentyl 


OCOOMe 


4-fluoro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-flnoro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-fluoro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-dimethylamino-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-dmietnylamino- 3-pyndyl 


s 


n-pentyl 


OCOOMe 


5-dim 8 thy lamino- 3-pyndy 1 


o 
o 


n-pentyl 


UOUUMe 


6-aimetnylamino-3-pyndyl 


s 


n-pentyl 


OCOOMe 


2-(l-p3nrrobdmyl)-3-pyriayl 


b 


n-pentyl 


OC/OUMe 


3-(l-pyrrolidinyl)-3-pyndyl 


o 


n-pentyl 


UuUUMe 


5- (1-py rrolidinyl)-3-pyndyl 


b 


n-pentyl 


UUUUiMe 


6-(l-pyrrolidinyl)-3-pyridyl 


b 


n-pentyl 


UOUiJMe 


2-pip eridino- 3-pyridyl 


c 


ju-penuyj. 




^-pip ericunu- o-pynnyj 


s 


n-pentyl 


OCOOMe 


5-p ip eridino- 3 -pyridyl 


s 


n-pentyl 


OCOOMe 


6-piperidino- 3-pyridyI 


s 


n-pentyl 


OCOOMe 


2-inorpholino-3 -pyridyl 


s 


n-pentyl 


OCOOMe 


4-inorpholiiio-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-morpholino-3-pyridyl 


s 


n-pentyl 


. OCOOMe 


6-morpholino-8-pyxidyl 


s 


n-pentyl 


OCOOMe 


2-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


4-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-hydxoxy-3-pyridyl 



75 



wo 02/085905 



PCT/JP02/03727 



s 


JUL ^cuvjri 


OflOOMp 


M-uicirccip bu- o*pyxi.uyx 


s 




onfinivr« 


*± -luexcap to- u pyn ciyi 


a 


U pcilbjrl 




o-mercapLO-o-pynflyj 


G 


ii'pcii ^yi 


\J V/ VI KJvfUS 


o-mercapio-o-pynciyi 


a 

D 


n-peiiiyi 


VJLrUL/iVie 


z-ni e tny I tnio - o-pynay J 






uouuMe 


4-metnyltnio-d-pyriayl 


Q 




iiOUUMe 


5-metnyltnio-o-pyridyl 


b 


n-pentyl 


OOOOMe 


6-methyitnxo-3-pyridyl 


CP 

O 


n-pentyl 


OCOOMe 


2,6-dimetliyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5, D-dimetnyl-S-pyridyl 


s 


n-pentyl 


OCOOMe 


2, 6 - diethyl- 3-pyridyl 


s 


^. n-pentyl 


OCOOMe 


5,6-diethyl-3-p3nndyl 


s 


n-pentyl 


OCOOMe 


2, 6-dime thoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5.6-dimethoxy-3-pyridyl 


B 


n-pentyl 


OCOOMe 


2»6-dietlioxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5, 6-dietlioxy- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


2,6-dichldro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5,6-dichloro-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-chloro-6-methoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


5-chloro-6-ethoxy-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-cliloro-6-m ethyl- 3-pyridyl 


s 


n-pentyl 


OCOOMe 


6-chl OTo-2-m e thyl-3-pyridyl 


s 


n-pentyl 


OCOOMe 


2-niethyl-4-p3nridyl 


s 


n-pentyl 


OCOOMe 


2-ethyl-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-methoxy-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-etho3ty-4-pyridyl 


s 


n-pentyl 


OCOOMe 


2-chloro-4-pyiidyl 


s 


n-pentyl 


OCOOMe 


2-dimethylammo-4-p yridyl 


CI 


n-pentyl 


OCOOMe 


2-(l-pyrrolidinyl)-4-pyndyl 


s 


n-pentyl 


OCOOMe 


2-pip endino-4-pyradyl 


Q 

o 


n-pencyi 


ULrUUlKle 


2-morpholino-4-pyridyl 


S 


n-pentyl 


OCOOMe 


2-methylthio-4-pyridyi 


s 


n-pentyl 


OCOOMe 


2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-methyl-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-ethyl-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


5-methoxy-2-pyTazinyl 


s 


n-pentyl 


OCOOMe 


5-ethoxy-2-p3a'azinyl 


s 


n-pentyl 


OCOOMe 


6-chloro-2-pyra2inyl 


s 


n-pentyl 


OCOOMe 


6-m ethyl-2-py razinyl 


s 


n-pentyl 


OCOOMe 


6-methoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOMe 


6-chloro- 2-pyra2inyl 



76 



wo 02/085905 



PCT/JP02/03727 



X 






Y 

X 


s 


fi-neTi'hvl 


OCOOEt 




Q 


M » n O T4 'tTT 1 




o-pyriayi 


C 
o 


Il*pclllijrl 


\J\J\J\JJSl1r 


^pyrioyi 


c 
o 






z-m eunyj - a-pyn ayi 








e tny J- o -pyn ciy i 


Q 


n-pentyl 


UOUUilrt 


5-inetiiyJ-3-pyridyl 


o 


n-pentyi 


ocuuiilt 


6-metnyl-3-pyxiayl 


CI 

o 


D-pentyl 


OCOOJBt 


2-ethyl-3-pyndyl 




n-pentyl 


OCOOEt 


4-ethyl-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6 - e thy J - 3 -py r idy I 


s 


n-pentyi 


OCOOEt 


6-etliyl-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-nie thoxy- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-me thoxy - 3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-methoxy-3-pyridyl 


s 


n-pentyl 


OOOOEt 


6-metIioxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-ethoxy- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-ethoxy- 3-pyridyl 


s 


n-pent^l 


OCOOEt 


5-ethoxy-3-pyridyl 


s 


n-penl^l 


OCOOEt 


. 6-etlioxy- 3-pyridyl 


s 


M t 

n-penl^l 


OCOOEt 


2- chloro- 3rpy ri dy 1 


s 


n-pentyl 


OCOOEt 


4-cliloro-3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-chloro-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-chloro-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-fluoro-3-p3^dyl 




n-pentyl 


OCOOEt 


4-fIuoro-3-pyridyl 


s 


n*pentyl 


OCOOEt 


5-fltioro- 3-pyridyl 




n-pentyl 


OCOOEt 


6-fluoro-3-pyndyl 


b 


n-pentyl 


OCOOEt 


^-dimethylajnino-S-pyridyl 


C! 

o 


n-pentyl 


OCOOlLt 


4-aimetnylaxaino-3-pyridyl 


Q 

o 


n-pentyj 


UL-UUJlit 


o-dime thy lamiiio- 3-pyridyl 


Q 


n-pentyl 




6 -dim e thy lamino- S-pyridyl 


Q 


n-pentyi 


XJK^ijKjjiit 


z- ^ -py rroliamyl>-3-pyriayl 


Q 


n-pentyl 




3-(l-pyrroliamyl)-3-pynayl 




n-penxyi 




o-^ J -py rro ii a myl^- o-pyridyi 


Q 


n«peniyi 




D-(l -pyrrolJdinyl;-ii-pyridyl 


O 

o 


U'peniyi 




z-piperiaino-o-pyTiayi • 


s 


n.Tjentvl 


OCOOEt 




s 


n-pen1yl 


OCOOEt 


5-pip eridino-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-pip eri dino-S -pyridyl 


s 


n-pentyl 


OCOOEt 


2-inorpholino- 3 -pyridyl 


s 


n-pentyl 


OCOOEt 


4-morpholino- 3 -pyridyl 


s 


n-pentyl 


OCOOEt 


S-morpholino- 3-pyri dyl 


s 


n-pentyl 


OCOOEt 


6-morpholino- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-hydroxy-3-pyridyl 


s 


D-pentyl 


OCOOEt 


4-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-hydroxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-hy droxy- 3 -pyridyl 



77 



s 


nrpentyl 


OCOOEt 


2-ni ercap to- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-mercapto- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


.5-niercapto-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-mercapto-3-pyTidyl 


s 


n-pentyl 


OCOOEt 


2-methylthio-3-pyridyl 


s 


n-pentyl 


OCOOEt 


4-methyltliio-3*pyridyI 


3 


n-pentyl 


OCOOEt 


6-me thylthio - 3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-nietbylthio-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2, 6- dime thyl-3-pyridyI 


s 


n-pentyl 


OCOOEt 


5,6-dimetliyl- S-pyxidyl 


s 


n-pentyl 


OCOOEt 


2, 6-die thyl-3-pyridyl 


s 


n-pentyl 


OCOOEt 


5,6-diethyl-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2, 6-dimetlioxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


5, 6-dimetlioxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2,6-diethoxy-3-pyxidyl 


s 


n-pentyl 


OCOOEt 


5,6-diethoxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2, B-dichloro- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


5, 6-dichloro- 3-pyridyl 


s 


n-pentyl 


OCOOEt 


5-chloro-6-iDethoxy-3-pyr 5 dy 1 


s 


B-pentyl 


OCOOEt 


5-chloro-6-etlioxy-3-pyridyl 


s 


n-pentyl 


OCOOEt 


2-cldoro- 6-methy 1-3-pyridyl 


s 


n-pentyl 


OCOOEt 


6-chloro-2-methyl-3-pyxidyl 


s 


n-pentyl 


OCOOEt 


2-metliyl-4-pyridyl 


s 


n-pentyl 


OCOOEt 


2-etliyl-4-pyridyl 


s 


n-pentyl 


OCOOEt 


2-methoxy-4-pyridyl 


s 


n-pentyl 


OCOOEt 


2- etlioxy-4-p5nidyl 


s 


n-pentyl 


OCOOEt 


2-cliloro-4-p3rridyl 


s 


n-pentyl 


OCOOEt 


2-dimetliylamino-4-pyridyl 1 


s 


n-pentyl 


OCOOEt 


2- (l-pyrrolidinyl)-4-pyridyl 


s 


n-pentyl 


OCOOEt 


2-piperidino-4-pyridyl 


s 


n-pentyl 


OCOOEt 


2-morpholino-4-pyridyl 


s 


n-pentyl 


OCOOEt 


2-methylthio -4-pyridyl 


s 


n-pentyl 


OCOOEt 


2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


6-methyl-2-p3rrazinyl 


s 


n-pentyl 


OCOOEt 


5 -ethyl- 2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


5-2nethoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


6-e thoxy-2-pyraziny 1 


s 


n-pehtyl 


OCOOEt 


5-chloro-2-pyr azinyl 


s 


n-pentyl 


OCOOEt 


6-methy 1-2- pyrazinyl 


s 


n-pentyl 


OCOOEt 


6-methoxy-2-pyrazinyl 


s 


n-pentyl 


OCOOEt 


6-chloro-2-pyrazinyl 



78 



wo 02/085905 



PCT/JP02/03727 



X 




AW 


Y 


NH 


2-m ethoxvethvl 


OH 


3-nvi*idvl 


NH 




OH 




NH 


S-m P'fiVinTVp'tlivl 


OH 


^"uLC Iflljr A- V J^jr X JLIXjrX 


NH 


9»Tn p'f "h rt wp'^Vk vl 


OH 






A'luctiiOAyebuyi 


OH 


^-eLnyi-o-pyxiayi 


IN 11 




yJtx 


D-etJiyj-o-pynciyi 




z-metBOxyetnyi 


nw 
uu 


b-me tnoxy- o-py ridyi 


XTXT 

JNxl 


2-metJioxyetnyi 


UJbl 


6-ethoxy-3 -pyridyl 


JNH 


2*methoxyethyl 


/ATT 

UH 


2-chloro-3-pyridyl 


JNil 


2 -m etnoxyetnyl 


UH 


6-chloro-3-pyridy3 


NH 


2-m ethoxye thyl 


OH 


6,6-dimetnyl-3-pyridyl 


XTTT 

NH 


2-metnoxyethyl 


OH 


5,6- dun e thoxy- 3 -py ndyl 


XTTT 

NH 


2-metnoxyetnyl 


OH 


5, 6-dxchJoro-3-pyridyl 


XTTT 

NH 


2-inethoxyethyl 


OH 


6- dime thylamano- 3-pyri dyl 


NH 


2-iiiethoxyethyl 


OH 


6-(l-p3rrrobdinyl)-3-pyindyl 


XTTT • 

NH 


2-iiielihoxyethyl 


OH 


6-piperidino-3-pyxidyl 


XTTT 

NH 


2-methoxyethyl 


/%TT 

OH 


6-morpholmo-3-pyn dyl 


NH 


2-metboxyethyl 


OH 


6-methylthio-3-pyndyl 


XTTT 

NH 


2-metnoxyetnyl 


i^TT 

OH 


2-pyrazmyl 


XTTT 

NH 


2-inethoxy€tbyl 


/ATT 

OH 


6-methyi-2-pyra2myl 


NH 


3- me thoxypropyl 


OH 


3-pyndyl 


Nil 


3-methoxypropyl 


UH 


4-pyndyl 


WH 


3-inethoxypropyl 


UJtl 


2-metnyl-o-pyridyl 


XTTT 

rMrl 


S-metHoxj^ropyl 


UJbl 


6-methyl- 3-pyridyl 




o-metnoxypropyi 




2-etnyl-3-pyrxttyl 


JNil 


o-metiio^^propyi 


/ATT 
Ull 


b-etnyi-3-pynayl 


JNH 


Q- me tuoxyp ropyi 




z-metnoxy-o-pyrictyj 


iNri 


o-metiioxypropyi 


LFXX 


D - met jioxy- o -p y rioiy i 


MM 


o-metiiOjiypropyA 


HM 


o-eLnoxy-o-pyriCLyi 




o -mexnuAyp ropy i 




^^-cjuoro- o -pynayi 


NH 


w ,£u W V^XV vM ^ 


OH 


fi-chl OTA- -T»Vl^ d vl 


NH 


3-methoxypropyl 


OH 


5»6-dimethyl-3-p3rridyl 


NH 


3-metlioxypropyl 


OH 


5,6-dimethoxy-3-pyridyl 


NH 


3-me thoxypr opy 1 


OH 


5, 6-dichloro- 3-pyridyl 


NH 


3-methoxypropyl 


OH 


6-dimethylamino- S-pjnddyl 


NH 


3-methoxypropyl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


NH 


3-methoxypropyl 


OH 


6 -pip eridino- 3 -p yridy 1 


NH 


3-methoxypropyl 


OH 


6-morpholino-3-pyridyl 


NH 


3-methoxypropyI 


OH 


6-m e thy Ithio- 3-pyridyl 


NH 


3-methoxypropyl 


OH 


2-pyrazinyl 


NH 


3-methoxypropyl 


OH 


5-methyl-2-pyraziiiyl 



79 







R 


Y 


r\ 
U 


2-methoxyethyl 


OH 


3-pyTidyl 


o 


2-inetnoxyetnyl 


OH 


4-p3orxdyl 


o 


2-metiioxyethyl 


Y"T 

OH 


2-methyl-3-pyndyl 


0 


2-inethoxyetliyl 


OH 


6-methyl-3-pyndyl 


o 


2-niethoxyethyl 


OH 


2-ethyl-3-pyridyl 


0 


2-inethoxyethyl 


OH 


6-ethyl-3-pyiidyl 


0 


2-iiiethoxyethyl 


OH 


6-methoxy-3-pyridyl 


o 


2-inetlioxy ethyl 


OH 


6-etho^-3-pyridyl 


0 


2-methoxyethyl 


OH 


2-chloro-3-pyrLdyl 


o 


2-methoxyetibLyl 


OH 


6-chloro-3-p3rridyl 


0 


2- m ethoxy ethyl 


OH 


5,6-dimethyl-3-pyridyl 


o 


2-inethoxyethyl 


OH 


6,6-dimethoxy-3-pyridyl 


o 


2-XQeihoxyethyl 


OH 


5, 6-dichloro-3-pyxidyl 


0 


2-methoxyethyl 


OH 


6- dime thy lamino- 3-pyridy 1 


o 


2-methoxyethyl 


OH 


6-(l-pyTrolidinyI)-3-pyridyl 


o 


2-methoxyethyl 


OH 


6-piperidino-3-pyridyl 


0 


2-m e thoxyethyl 


OH 


6-morpholino-3-pyridyl 


o 


2-m ethoxy ethyl 


OH 


6-methyIthio-3-pyridyl 


0 


2 -m ethoxy e thyl 


OH 


2-p3nrazinyl 


o 


2-methoxyethyl 


OH 


5-methyl-2-pyrazinyl 


o 


3 -methoxypropyl 


OH 


3.pyridyl 


o 


3-methoxypropyl 


OH 


4-pyridyl 


0 


3-methoxypropyl 


OH 


2-methyl-3-pyridyl 


o 


3-methoxypropyl 


OH 


6-methyl-3-pyridyl 


o 


3-methoxypropyl 


OH 


2-ethyl-3-pyridyl 


o 


3-metliox3Toropyl 


OH 


B-ethyl-3-pyridyl 


0 


3-methoxypropyl 


OH 


2-methoxy-3-pyridyl 


o 


3-methoxypropyl 


OH 


6 -inethoxy-3-pyridyl 


o 


3-methoxypropyl 


OH 


6*ethoxy-3-p3nddyl 


o 


3-methoxypropyl 


OH 


2-chloro-3-pyridyl 


0 


3-methoxypropyl 


OH 


G-chlor o- 3 -p yridy 1 




3-methoxypropyl 


On 


6,6-dimethyl-3-pyridyl 


0 


3- methoxypropyl 


OH 


5,6-dimethoxy-3-pyridyl 


o 


3-methoxypropyl 


OH 


5,6-dichloro-3-pyridyl 


o 


3-methoxypropyl 


OH 


6.dimethylamino-3-pyTidyl 


o 


3-methoxypropyl 


OH . 


6-(l-pyrrolidinyl)-3-p3rridyl 


0 


3-methox3^ropyI 


OH 


6-piperidino-3-pyridyl 


o 


3-methoxypropyl 


OH 


6-morpholino-3-pyridyl 


0 


3-m ethoxypropyl 


OH 


6-methylthio-3-pyridyl 


0 


3-methoxypropyl 


OH 


2-pyra2myI 


0 


3-methoxypropyl 


OH 


5-methyl.2-pyrazinyl 



80 



wo 02/085905 



PCT/JP02/03727 



X 1 • R> 


Y 


S 


2-3nethoxyethyl 


OH 


3-pyridyl 


S 


2-inethoxyethyl 


OH 


4-pyridyl 


s 


2-methoxyetliyl 


OH 


2-methyl-3-pyridyl 


s 


2-methoxyetliyl 


OH 


6-methyl-3-pyridyl 


s 


2-metlioxyethyl 


OH 


2-e thy 1- 3-pyridyl 


s 


2-methoxyetliyl 


OH 


6-ethyl-3-pyridyl 


s 


2-metlioxyethyl 


OH 


6-methoxy-3-pyridyl 


s 


2-methoxyethyl 


OH 


6-ethoxy- 3-pyridyl 


s 


2-methoxyethyl 


OH 


2-chloro-3-p3rridyl 


s 


2-m ethoxy ethyl 


OH 


6-chloro-3-pyridyl 


s 


2-inethoxyethyl 


OH 


5,6- dimethyl- 3-pyridyl 


s 


2-inethoxyethyl 


OH _j 


5, 6-dime thoxy- 3 -pyridyl 


s 


2-inethoxyetliyl 


OH 


5,6-dichloro-3-pyridyl 


s 


2-methoxyetliyl 


OH 


6 - dim e thy 1 amino- 3 -pyridyl 


s 


2-methoxyetiiyl 


OH 


6-(l-pyrrolidinyl)- 3-pyridyl 


s 


2-metlioxyethyl 


OH 


6-piperidiao- 3-pyridyl 


s 


2-metlioxyethyl 


OH 


6-morphoIino- 3 -pyridyl 


s 


2-metIioxyethyl 


OH 


6-methylthio-3-pyridyl 


s 


2-metboxyethyl 


OH 


2-pyrazinyl 


s 


2-methoxyethyl 


OH 


5-inethyl-2-pyra2inyl 


s 


2-hydroxyethyl 


OH 


3-pyridyl 


s 


2-hydroxyethyl 


OH 


4-pyridyl 


s 


2-hydroxyethyl 


OH 


2-methyl-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-methyl-3-pyridyl 


s 


2-hydroxyethyl 


OH 


2-ethyl-3-pyridyl 


s 


2~hydroxyethyl 


OH 


6- ethyl- 3 -pyridyl 


s 


2-hydroxyethyl 


OH 


2-methoxy-3-pyTidyl 


s 


2-hydroxyethyl 


OH 


6-methoxy-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-ethoxy-3-pyridyl 


s 


2-hydroxyethyI 


OH 


2 - chlor o-3-p y ridy 1 


s 


2-hydroxyethyl 


OH 


6-chloro-3-pyridyl 


s 


2-hydroxyethyl 


OH 


5, 6- dimethyl- 3-pyridyl 


s 


2-hydroxyethyl 


OH 


5, 6-dimethoxy-3-pyridyl 


s 


2-hydroxyethyl 


• OH 


5,6-dichloro-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-dimethylamiiio-3-pyridyl 


s 


2-hydroxyetfayl 


OH 


6-(l-pyrrolidinyl)-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-piperidino-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-m orpholino-3-pyridyl 


s 


2-hydroxyethyl 


OH 


6-methylthio- 3 -pyridyl 


s 


2-hydroxyethyl 


OH 


2-pyraziiiyl 


s 


2-hydroxyethyl 


OH 


5-methyl-2-pyrazinyl 



81 



wo 02/085905 



PCT/JP02/03727 



X 


R* 




Y 


NH 


propyl 


OH 


1-naphthyl 


NH 


propyl 


OH 


2>jQaphthyJ 


NH 


propyl 


OH 


2-pyrrolyl 


NH 


propyl 


OH 


3-pyrrolyl 


NH 


propyl 


OH 


2-furyl 


NH 


propyl 


OH 


3 -fury 1 


NH 


propyl 


OH 


2-thienyl 


NH 


propyl 


OH 


3-thienyl 


NH 


propyl 


OH 


3-pyrazolyl 


NH 


propyl 


OH 


4-pyrazolyl 


NH 


propyl 


OH 


2-iinidazolyl 


NH 


propyl 


OH 


4-imidazolyl 


NH 


propyl 


OH 


2-oxa2olyl 


NH 


propyl 


OH 


4-oxa2olyl 


NH 


propyl 


OH 


5-oxazolyl 


NH 


propyl 


OH 


2-thiazolyl 


NH 


propyl 


OH 


4-thiazolyl 


NH 


propyl 


OH 


5-thiazoIyl 


NH 


propyl 


OH 


2-pyrimidinyl 


NH 


propyl 


OH 


4-pyrimidiiiyl 


NH 


propyl 


OH 


5-pyrimidinyl 


NH 


propyl 


OH 


2-indolyl 


NH 


propyl 


OH 


3-mdolyl 


NH 


propyl 


OH 


5-mdolyl 


NH 


propyl 


OH 


6-iBdolyl 


NH 


propyl 


OH 


5-benzimidazolyl 


NH 


propyl 


OH 


2-benzofuryl 


NH 


propyl 


OH 


3-indazolyl 


NH 


propyl 


OH 


2-benzoxazolyl 


NH 


propyl 


OH 


4-fluoro- 1 -naphthyl 


NH 


propyl 


OH 


5-chloro-2-thienyl 


NH 


propyl 


OH 


4-inethy 1- 1 -naphthyl 


NH 


propyl 


OH 


1 -methy 1-2-pyrrolyl 


NH 


propyl 


OH 


2-methyl-3-furyI 


NH 


propyl 


OH 


5-inetnyl-2-tnienyl 


NH 


propyl 


OH 


4-inethyl-5-imidazolyl 


NH 


propyl 


OH 


l-methyl-3-indolyl 


NH 


propyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


propyl 


OH 


3 -methoxy-2-naphthy 1 


NH 


propyl 


OH 


6-ethoxy-2-naphthyl 


NH 


propyl 


OH 


5-methoxy-3-indolyl 


NH 


propyl 


OH 


l,4-dimethoxy-2-naphthyl 


NH 


propyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


propyl 


OH 


5-methoxy-l -methyl-2-indolyl 



82 



wo 02/085905 



PCT/JP02/03727 



X 






Y 


NH 


propyl 


OCOOMe 


1-naphthyl 


NH 


propyl 


OCOOMe 


2-naphthyl 


NH 


propyl 


OCOOMe 


2-pyrrolyl 


NH 


propyl 


OCOOMe 


3-pyrrolyl 


NH 


propyl 


OCOOMe 


2-furyl 


NH 


propyl 


OCOOMe 


3-furyl 


NH 


propyl 


OCOOMe 


2-thienyl 


NH 


propyl 


OCOOMe 


3-thienyl 


NH 


propyl 


OCOOMe 


3-pyrazolyl 


NH 


propyl 


OCOOMe 


4-pyrazolyl 


NH 


propyl 


OCOOMe 


2-imidazolyl 


NH 


propyl 


OCOOMe 


4-iinidazolyl 


NH 


propyl 


OCOOMe 


2-oxazolyl 


NH 


propyl 


OCOOMe 


4-oxazolyl 


NH 


propyl 


OCOOMe 


5-oxazolyl 


NH 


propyl 


OCOOMe 


2-thia20lyl 


NH 


propyl 


OCOOMe 


4-thiazolyl 


NH 


propyl 


OCOOMe 


5-thiazolyl 


NH 


propyl 


OCOOMe 


2-pyrimidinyl 


NH 


propyl 


OCOOMe 


4-pyrimidinyl 


NH 


propyl 


OCOOMe 


S-pyrimidinyl 


NH 


propyl 


OCOOMe 


2-mdolyl 


NH 


propyl 


OCOOMe 


3-indolyI 


NH 


propyl 


OCOOMe 


5-indolyl 


NH 


propyl 


OCOOMe 


6-mdolyl 


NH 


propyl 


OCOOMe 


S-benzimidazolyl 


NH 


propyl 


OCOOMe 


2-benzofuryl 


NH 


propyl 


OCOOMe 


3-indazolyl 


NH 


propyl 


OCOOMe 


2-benzoxazolyl 


NH 


propyl 


OCOOMe 


4-fluoro- 1 -naphthy 1 


NH 


propyl 


OCOOMe 


5-chloro-2-'thienyl 


NH 


propyl 


OCOOMe 


4-methyl- 1 -naphthyl 


NH 


propyl 


OCOOMe 


1 -methyl-2-pyrrolyl 


NH 


propyl 


OCOOMe 


2-methyl-3-furyl . 


NH 


propyl 


OCOOMe 


5-methyl-2-thienyl 


NH 


propyl 


OCOOMe 


4*methyl-5-iinidazolyl 


NH 


propyl 


OCOOMe 


1 -methyl~3-indolyl 


NH 


propyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


NH 


propyl 


OCOOMe 


3-methoxy-2-naphthyl 


NH 


propyl 


OCOOMe 


6-ethoxy-2-naphthyl 


NH 


propyl 


OCOOMe 


5-niethoxy-3-indolyl 


NH 


propyl 


OCOOMe 


1 ,4-dimethoxy-2-iiaphthyl 


NH 


propyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


NH 


propyl 


OCOOMe 


S-methoxy- 1 -rnethyl-2-indolyl 



83 



wo 02/085905 



PCT/JP02/03727 



Y 
A 




T>2 


Y 


XTXJ 


propyl 




1 -napntiiyi 


XTXJ 


propyl 




z-napBtnyi 


XTU 


propyl 




2-pyrrolyl 


Nil 


propyl 


ucuujbt 


3-pyrrolyl 


XTTT 


propyl 


UCUObt 


2-iuryl 


"VTTJT 

NH 


propyl 


OCOOEt 


3-furyl 


VTT T 

NH 


propyl 


OCOOEt 


2-tliienyl 


NH 


propyl 


OCOOEt 


3-thienyl 


NH 


propyl 


OCOOEt 


3-pyrazolyl 


"VTT T 

NH 


propyl 


OCOOEt 


4-pyrazolyl 


"VTTT 

NH 


propyl 


OCOOEt 


2-iinidazolyl 


^ TXT 

NH 


propyl 


# 

OCOOEt 


4-imidazolyl 


NH 


propyl 


OCOOEt 


2-oxazolyl 


NH 


propyl 


OCOOEt 


4-oxazolyl 


NH 


propyl 


OCOOEt 


5-oxazolyl 


NH 


propyl 


OCOOEt 


2-thiazolyl 


NH 


propyl 


OCOOEt 


4-thiazolyl 


NH 


• 

propyl 


OCOOEt 


^ A T * T T 

5-tmazolyl 


NH 


propyl 


OCOOEt 


2-pyrmiidmyl 


NH 


propyl 


OCOOEt 


4-pynmidinyl 


NH 


propyl 


OCOOEt 


^ * * T ' T 

5-pynmiainyl 


NH 


propyl 


OCOOEt 


/-^ *■ 111 

2-mdolyl 


NH 


propyl 


OCOOEt 


A * 111 

3-uidolyl 


NH 


propyl 


OCOOEt 


5-mdolyl 


NH 


propyl 


OCOOEt 


V • 111 

o-mdolyl 


^ TT T 

NH 


propyl 


OCOOEt 


/• T • • I T 1 

5-benzimidazolyl 


NH 


propyl 


OCOOEt 


^ T T 

2-benzofuryI 


^TX ¥ 

NH 


propyl 


OCOOEt 


3-indazolyl 


NH 


propyl 


y*V ^^^^ ^^T^A 

OCOOEt 


2-beiizoxazolyl 


NH 


propyl 


✓*\T*» A 

OCOOEt 


4-fluoro- 1 -naphthyl 


NH 


propyl 


OCOOEt 


5 - cliloro-2-thieiiy 1 


NH 


propyl 


OCOOEt 


4-methyI- 1 -naphthyl 


NH 


propyl 


OCOOEt 


1 -methyl-2-pyrroly 1 


XITT 

NH 


propyl 


OCOOEt 


2-metnyl-3-iiiryl 




propyl 




j-iiieinyi-z*'Uiicnyi 


NH 


propyl 


OCOOEt 


4-methyl-5-imida2olyl 


NH 


propyl 


OCOOEt 


1 -methyl-3 -indoly 1 


NH 


propyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


NH 


propyl 


OCOOEt 


3 -methoxy-2-naphthyl 


NH 


propyl 


OCOOEt 


6-ethoxy-2-naphthyl 


NH 


propyl 


OCOOEt 


5-methoxy-3 -indolyl 


NH 


propyl 


OCOOEt 


1 ,4-dimethoxy-2 -naphthyl 


NH 


propyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


NH 


propyl 


OCOOEt 


5-methoxy- 1 -methyl-2- indolyl 



84 



wo 02/08S905 



PCT/JP02/03727 



X 






Y 


NH • 


n-butyl 


OH 


1-naphthyI 


NH 


n-butyl 


OH 


2-naphthyl 


NH 


n-butyl 


OH 


2-pyrrolyl 


NH 


n-butyl 


OH 


3-pyrrolyl 


NH 


n-butyl 


OH 


2-furyl 


NH 


n-butyl 


OH 


3-furyl 


NH 


n-butyl 


OH 


2-thienyl 


NH 


n-butyl 


OH 


3-thienyl 


NH 


n-butyl 


OH 


3-pyrazolyl 


NH 


n-butyl 


OH 


4-pyrazolyl 


NH 


n-butyl 


OH 


2-imidazolyl 


NH 


n-butyl 


OH 


4-iniidazolyl 


NH 


n-butyl 


OH 


2-oxazolyl 


NH 


n-butyl 


OH 


4-oxazolyl 


NH 


n-butyl 


OH 


S-oxazoIyl 


NH 


n-butyl 


OH 


2-thiazolyl 


NH 


n-butyl 


OH 


4-thiazolyl 


NH 


n-butyl 


OH 


5-thiazolyl 


NH 


n-butyl 


OH 


2-pyrimidinyl 


NH 


n-butyl 


OH 


4-pyrimidinyI 


NH 


n-butyl 


OH 


S-pyrimidinyl 


NH 


n-butyl 


OH 


2-indolyl 


NH 


n-butyl 


OH 


3-indolyl 


NH 


n-butyl 


OH 


5-indolyl 


NH 


n-butyl 


OH 


6-indolyl 


NH 


n-butyl 


OH 


5-benzimidazolyl 


NH 


.n-butyl 


OH 


2-benzofuryl 


NH 


n-butyl 


OH 


3-indazolyl 


NH 


n-butyl 


OH 


2-benzoxazolyl 


NH 


n-butyl 


OH 


4-fluoro-l -naphthyl 


NH 


n-butyl 


OH 


5-chloro-2-thienyl 


NH 


n-butyl 


OH 


4-methy 1- 1 -naphthyl 


NH 


n-butyl 


OH 


l-methyl-2-pyrrolyl 


NH 


n-butyl 


OH 


2-methyl-3-furyl 


NH 


n-butyl 


OH 


5-methyl-2-thienyl 


NH 


n-butyl 


OH 


4-methyl-5-imidazolyl 


NH 


n-butyl 


OH 


1 -methyl-3-indolyl 


NH 


n-butyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


n-butyl 


OH 


3-methoxy-2-naphthyl 


NH 


n-butyl 


OH 


6-ethoxy-2-naphthyl 


NH 


n-butyl 


OH 


5-methoxy-3 -indoly 1 


NH 


n-butyl 


OH 


l,4-diniethoxy-2-naphthyl 


NH 


n-butyl 


OH 


5,6-diniethoxy-2-indolyl 


NH 


n-butyl 


OH 


5-methoxy-l-methyl-2-indoly] 



85 



wo 02/085905 



PCT/JP02/03727 



A 


K 


n2 


Y 


NH 


n- butyl 


OCUUMe 


1-napntnyl 


xnur 

NH 


n-butyl 


OCOOMe 


2-napntnyl 


NH 


n-butyl 


OCOOMe 


2-pyrrolyl 


NH 


n-butyl 


OCOOMe 


3-pyrrolyl 


NH 


n-butyl 


OCOOMe 


2-furyl 


NH 


n-butyl 


OCOOMe 


3-furyl 


NH 


n-butyl 


OCOOMe 


2-tlnenyl 


NH 


n-butyl 


OCOOMe 


3-thienyl 


NH 


n-butyl 


OCOOMe 


3-pyrazolyl 


NH 


n-butyl 


OCOOMe 


4-pyrazolyl 


NH 


n-butyl 


OCOOMe 


2-imidazolyl 


NH 


n-butyl 


OCOOMe 


4-imidazoIyI 


NH 


n-butyl 


OCOOMe 


2-oxazolyl 


NH 


n-butyl 


OCOOMe 


4-oxazolyl 


NH 


n-butyl 


OCOOMe 


5-oxazolyl 


NH 


n-butyl 


OCOOMe 


2-thiazolyI 


NH 


n-butyl 


OCOOMe 


4-thiazolyl 


NH 


n-butyl 


OCOOMe 


5-thiazolyl 


NH 


n-butyl 


OCOOMe 


2-pyrunidinyl 


NH 


n-butyl 


OCOOMe 


4-pyrimidinyl 


NH 


n-butyl 


OCOOMe 


5-pyrimidinyl 


NH 


n-butyl 


OCOOMe 


2-mdolyl 


NH 


n-butyl 


OCOOMe 


3-indolyl 


NH • 


n-butyl 


OCOOMe 


5-indolyl 


NH 


n-butyl 


OCOOMe 


o-indoiyl 


NH 


n-butyl 


OCOOMe 


5-benzimidazolyl 


NH 


n-butyl 


OCOOMe 


2-benzoiuryl 


NH 


n-butyl 


OCOOMe 


3-indazolyl 


NH 


n-butyl 


OCOOMe 


2-benzoxa2olyi 


NH 


n-butyl 


OCOOMe 


4-fluoro- 1 -naphtnyl 


NH 


n-butyl 


OCOOMe 


5-chloro-2-thienyl 


V ITT 

NH 


n-butyl 


OCOOMe 


4-metnyl- 1-naphthyl 


NH 


n-butyl 


OCOOMe 


1 'methyl-2-pyrrolyl 


NH 


n-butyl 


OCOOMe 


2-methyl-3 -niryl 


INXl 


n-ouiyi 




j-meinyi-ii-Lnienyi 


NH 


n-butyl 


OCOOMe 


4-methyl-5-imidazolyl 


NH 


n-butyl 


OCOOMe 


l-methyl-3-indolyl 


NH 


n-butyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


NH 


n-butyl 


OCOOMe 


3-methoxy-2-naphthyl 


NH 


n-butyl 


OCOOMe 


6-ethoxy-2-naphthyl 


NH 


n-butyl 


OCOOMe 


5-methoxy-3-indolyl 


NH 


n-butyl 


OCOOMe 


l,4-diraethoxy-2-naphtliyl 


NH 


n-butyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


NH 


n-butyl 


OCOOMe 


5-methoxy- 1 -methy l-2-indoly 1 



86 



wo 02/085905 



PCT/JP02/03727 



X 


R» 




Y 


NH 


n-butyl 


OCOOEt 


1-naphthyl 


NH 


n-butyl 


OCOOEt 


2-naphthyl 


NH 


n-butyl 


OCOOEt 


2-pyrrolyl 


NH 


n-butyl 


OCOOEt 


3-pyrrolyl 


NH 


n-butyl 


OCOOEt 


2-furyl 


NH 


n-butyl 


OCOOEt 


3-fiiryl 


NH 


n-butyl 


OCOOEt 


2-thienyl 


NH 


n-butyl 


OCOOEt 


3-thienyl 


NH 


n-butyl 


OCOOEt 


3-pyrazolyl 


NH 


n-butyl 


OCOOEt 


4-pyrazolyl 


NH 


n-butyl 


OCOOEt 


2-imidazolyl 


NH 


n-butyl 


OCOOEt 


4-unidazolyl 


NH 


n-butyl 


OCOOEt 


2-oxazolyl 


NH 


n-butyl 


OCOOEt 


4-oxazolyl 


NH 


n-butyl 


OCOOEt 


5-oxazolyl 


NH 


n-butyl 


OCOOEt 


2-thiazolyl 


NH 


n-butyl 


OCOOEt 


4-thia2olyl 


NH 


n-butyl 


OCOOEt 


5-thiazolyl 


NH 


n-butyi 


OCOOEt 


2-pyrimidinyl 


NH 


n-butyl 


OCOOEt 


4-pyrimidinyI 


NH 


n-butyl 


OCOOEt 


5-pyrimidinyl 


NH 


n-butyl 


OCOOEt 


2-indolyl 


NH 


n-butyl 


OCOOEt 


3-indolyl 


NH 


n-butyl 


OCOOEt 


5-indolyl 


NH 


n-butyl 


OCOOEt 


6-indolyl 


NH 


. n-butyl 


OCOOEt 


5-benzimidazolyl 


NH 


n-butyl 


OCOOEt 


2-benzofuryl 


NH 


n-butyl 


OCOOEt 


3-inda2olyl 


NH 


n-butyl 


OCOOEt 


2-benzoxazolyl 


NH 


n-butyi 


OCOOEt 


4-fluoro- 1 -naphthy i 


NH 


n- butyl 


OCOOEt 


5-chloro-2-thienyl 


NH 


n-butyl 


OCOOEt 


4-methy 1- 1 -naphthy 1 


NH 


n-butyl 


OCOOEt 


1 -methyl-2-pyrroly 1 


NH 


n-butyl 


OCOOEt 


2-methyl-3-furyl 


NH 


n-butyl 


OCOOEt 


5-methyl-2-thienyl 


NH 


n-butyl 


OCOOEt 


4-methyl-5-imidazolyl 


NH 


n-butyl 


OCOOEt 


l-methyl-3-indolyl 


NH 


n-butyl 


OCOOEt 


2-methoxy-l -naphthyl 


NH 


n-butyl 


OCOOEt 


3-methoxy-2-naphthyl 


NH 


n-butyl 


OCOOEt 


6-ethoxy-2-naphthyl 


NH 


n-butyl 


OCOOEt 


5-methoxy-3-indolyl 


NH 


n-butyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthy 1 


NH 


n-butyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


NH 


n-butyl 


OCOOEt 


5-methoxy-l-niethyl-2-indolyl 



87 



wo 02/085905 



PCT/JP02/03727 



X 






Y 


NH 


n-pentyl 


OH 


1-naphthyl 


NH 


n-pentyl 


OH 


2-napnthyl 


NH 


n-pentyl 


OH 


2-pyiTolyl 


NH 


n-pentyl 


OH 


3-pyiTolyl 


NH 


n-pentyl 


OH 


2-furyl 


NH 


n-pentyl 


OH 


3-furyl 


NH 


n-pentyl 


OH 


2-thienyl 


NH 


n-pentyl 


OH 


3-thienyI 


NH 


n-pentyl 


OH 


3-pyra2olyl 


NH 


n-pentyl 


OH 


4-pyrazolyl 


NH 


n-pentyl 


OH 


2-imidazolyl 


NH 


n-pentyl 


OH 


4-imidazolyl 


NH 


n-pentyl 


OH 


2-oxazolyi 


NH 


n-pentyl 


OH 


4-oxazolyl 


NH 


n-pentyl 


OH 


5-oxazolyl 


NH 


n-pentyl 


OH 


2-tIiiazolyl 


NH 


n-pentyl 


OH 


4-thla2olyI 


NH 


n-pentyl 


OH 


5-thiazolyl 


NH 


n-pentyl 


OH 


2-p3a*imidinyl 


NH 


n-pentyl 


OH 


4-pyrimidinyl 


NH 


n-pentyl 


OH 


5-pyrimidinyl 


NH 


n-pentyl 


OH 


2-indolyl 


NH 


n-pentyl 


OH 


3-indolyl 


NH 


n-pentyl 


OH 


5-indolyl 


NH 


n-pentyl 


OH 


6-indolyl 


NH 


n-pentyl 


OH 


5-benzimidazolyl 


NH 


n-pentyl 


OH 


2-benzofuryl 


NH 


n-pentyl 


OH 


3-inda2olyl 


NH 


n-pentyl 


OH 


2-benzoxazolyI 


NH 


n-pentyl 


OH 


4-fluoro- 1 -naphthy 1 


NH 


n-pentyl 


OH 


5-chloro-2-thienyl 


NH 


n-pentyl 


OH 


4-methyl- 1 -naphthyl 


NH 


n-pentyl 


OH 


1 -metbyl-2-pyrrolyl 


NH 


n-pentyl 


OH 


2-methyl-3-furyl 


■VTTT 
NH 


n-pentyl 


OH 


5-metnyi-2-tnienyI 


NH 


n-pentyl 


OH 


4-methyl-5-imidazolyl 


NH 


n-pentyl 


OH 


1 -methy 1-3 -indolyl 


NH 


n-pentyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


n-pentyl 


OH 


3 -methoxy-2 -naphthyl 


NH 


n-pentyl 


OH 


6-ethoxy-2-naphthyI 


NH 


n-pentyl 


OH 


5-methoxy-3-indolyl 


NH 


n-pentyl 


OH 


1 ,4-dunethoxy-2-naphthyl 


NH 


n-pentyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


n-pentyl 


OH 


5-methoxy- 1 -methyl-2-indolyl 



88 



wo 02/085905 



PCT/JP02/03727 



X 


R' 




Y 


NH 


n-pentyl 


OCOOMe 


1-naphthyl 


NH 


n-pentyl 


OCOOMe 


2-naphthyl 


NH 


n-pentyl 


OCOOMe 


2-pyrrolyl 


NH 


n-pentyl 


OCOOMe 


3-pyrrolyl 


NH 


n-pentyl 


OCOOMe 


2-furyl 


NH 


n-pentyl 


OCOOMe 


3-furyl 


NH 


n-pentyl 


OCOOMe 


2-thienyl 


NH 


n-pentyl 


OCOOMe 


3-tliienyl 


NH 


n-pentyl 


OCOOMe 


S-pyrazolyl 


NH 


n-pentyl 


OCOOMe 


4-pyrazoIyl 


NH 


n-pentyl 


OCOOMe 


2-imidazolyl 


NH 


n-pentyl 


OCOOMe 


4-imidazoIyl 


NH 


n-pentyl 


OCOOMe 


2-oxazolyl 


NH 


n-pentyl 


OCOOMe 


4-oxazolyI 


NH 


n-pentyl 


OCOOMe 


5-oxazolyl 


NH 


n-pentyl 


OCOOMe 


2-thiazolyl 


NH 


n-pentyl 


OCOOMe 


4-thiazolyl 


NH 


n-pentyl 


OCOOMe 


5-thiazolyl 


NH 


n-pentyl 


OCOOMe 


2-pyrimidinyl 


NH 


n-pentyl 

IT 


OCOOMe 


4-pyrimidinyl 


NH 


n-pentyl 


OCOOMe 


5-pyrimidmyl 


NH 


n-pentyl 

X V 


OCOOMe 


2-indolyl 


NH 


n-pentyl 


OCOOMe 


3-indolyl 


NH 


n-pentyl 


OCOOMe 


5-indolyl 


NH 


n-pentyl 


OCOOMe 


6-indoIyl 


NH 


n-pentyl 


OCOOMe 


5-benzimidazolyl 


NH 


n-pentyl 


OCOOMe 


2-benzofuTyl 


NH 


n-pentyl 


OCOOMe 


3-indazolyl 


NH 


n-pentyl 


OCOOMe 


2-benzoxazoIyi 


NH 


n-pentyl 


OCOOMe 


4-fluoro- 1 -naphthyl 


NH 


n-pentyl 


OCOOMe 


5-chloro-2-thienyl 


NH 


n-pentyl 


OCOOMe 


4-methyl- 1 -naphthyl 


NH 


n-pentyl 


OCOOMe 


1 -methyl-2-pyrrolyl 


NH 


n-pentyl 


OCOOMe 


2-methyl-3-furyl 


NH 


n-pentyl 


OCOOMe 


5-methyl-2-thienyl 


NH 


n-pentyl 


OCOOMe 


4-niethy 1-5 -imidazoly 1 


NH 


n-pentyl 


OCOOMe 


l-methyl-3-mdolyl 


NH 


n-pentyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


NH 


n-pentyl 


OCOOMe 


3-methoxy-2-naphthyl 


NH 


n-pentyl 


OCOOMe 


6-ethoxy-2 -naphthyl 


NH 


n-pentyl 


OCOOMe 


5-methoxy-3-indolyl 


NH 


n-pentyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


NH 


n-pentyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


NH 


n-pentyl 


OCOOMe 


5-methoxy-l -methyl-2-indoly 1 



89 



wo 02/085905 



PCT/JP02/03727 



X 


- — 1 

R' 




Y 


NH 


n-pentyl 


OCOOEt 


1-naphthyl 


NH 


n-pentyl 


OCOOEt 


2-naphthyl 


NH 


n-pentyl 


OCOOEt 


2-pyrrolyl 


NH 


n-pentyl 


OCOOEt 


3-pyrrolyl 


NH 


n-pentyl 


OCOOEt 


2-furyl 


NH 


n-pentyl 


OCOOEt 


S-fiiryl 


NH 


n-pentyl 


OCOOEt 


2-thienyl 


NH 


n-pentyl 


OCOOEt 


3-thienyl 


NH 


n-pentyl 


OCOOEt 


3-pyrazolyl 


NH 


n-pentyl 


OCOOEt 


4-pyrazolyl 


NH 


n-pentyl 


OCOOEt 


2-imidazolyl 


NH 


n-pentyl 


OCOOEt 


4-imidazolyl 


NH 


n-pentyl 


OCOOEt 


2-oxazolyl 


NH 


n-pentyl 


OCOOEt 


4-oxazolyl 


NH 


n-pentyl 


OCOOEt 


5-oxazolyl 


NH 


n-pentyl 


OCOOEt 


2-thiazolyl 


NH 


n-pentyl 


OCOOEt 


4-thiazolyl 


NH 


n-pentyl 


OCOOEt 


5-thiazolyl 


NH 


n-pentyl 


OCOOEt 


2-pyriniidinyl 


NH 


n-pentyl 


OCOOEt 


4-pyrimidinyl 


NH 


n-pentyl 


OCOOEt 


5-pyrimidinyl 


NH 


n-penty] 


OCOOEt 


2-indolyl 


NH 


n-pentyl 


OCOOEt 


3-indolyl 


NH 


n-pentyl 


OCOOEt 


S-indolyl 


NH 


n-pentyl 


OCOOEt 


6-indolyl 


NH 


n-pentyl 


OCOOEt 


5-benzimidazolyl 


NH 


n-pentyl 


OCOOEt 


2-benzofuryl 


NH 


n-pentyl 


OCOOEt 


3-indazolyl 


NH 


n-pentyl 


OCOOEt 


2-benzoxazolyl 


NH 


n-pentyl 


OCOOEt 


4-fluoro- 1 -naphthyl 


NH 


n-pentyl 


OCOOEt 


5-chloro-2-thienyl 


NH 


n-pentyl 


OCOOEt 


4-methyl- 1 -naphthyl 


NH 


n-pentyl 


OCOOEt 


1 -methyl-2-pyrrolyl 


NH 


n-pentyl 


OCOOEt 


2-niethyl-3-furyl 


NH 


n-pentyl 


OCOOEt 


5-metliyl-2-thienyl 


NH 


n-pentyl 


OCOOEt 


4-methyl «5-imidazolyl 


NH 


n-pentyl 


OCOOEt 


l-methyl-3-indolyI 


NH 


n-pentyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


NH 


n-pentyl 


OCOOEt 


3-methoxy-2-naphthyl 


NH 


n-pentyl 


OCOOEt 


6-ethoxy-2 -naphthyl 


NH 


n-pentyl 


OCOOEt 


5 -methoxy-3 -indo ly 1 


NH 


n-pentyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthyl 


NH 


n-pentyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


NH 


n-pentyl 


OCOOEt 


5-methoxy-l-methyl-2-indolyl 



90 



wo 02/085905 



PCT/JP02/03727 



X 


R» 




Y 


o 


propyl 


OH 


1-naphthyl 


0 


propyl 


OH 


2-naphthyl 


0 


propyl 


OH 


2-pyrrolyl 


0 


propyl 


OH 


3-pyrrolyl 


o 


propyl 


OH 


2-furyl 


o 


propyl 


OH 


3-furyl 


0 


propyl 


OH 


2-thieiiyl 


o 


propyl 


OH 


3-thienyl 


o 


propyl 


OH 


3-pyra2olyl 


o 


propyl 


OH 


4-pyra2olyl 


0 


propyl 


OH 


2-imidazolyl 


0 


propyl 


OH 


4-imidazolyl 


o 


• propyl 


OH 


2-oxazolyl 


o 


propyl 


OH 


4-oxazolyl 


o 


propyl 


OH 


5-oxazolyl 


o 


propyl 


OH 


2-thiazolyl 


o 


propyl 


OH 


4-thiazolyl 


0 


propyl 


OH 


5-thiazolyl 


0 


propyl 


OH 


2-pyrimidinyl 


o 


propyl 


OH 


4-pyrimidinyl 


o 


propyl 


OH 


S-pyrimidinyl 


0 


propyl 


OH 


2-indolyl 


0 


propyl 


OH 


. 3-indoIyl 


o 


propyl 


OH 


5-indolyl 


o 


propyl 


OH 


6-mdoly] 


0 


propyl 


OH 


S-benzimidazolyl 


0 


propyl 


OH 


2-ben2ofuryl 


0 


propyl 


OH 


3-inda2olyl 


0 


propyl 


OH 


2-benzoxazolyl 


o 


propyl 


OH 


4-fluoro- 1 -naphthyl 


0 


propyl 


OH 


5-chloro-2-thienyl 


0 


propyl 


OH 


4-methyl- 1 -naphthyl 


0 


propyl 


OH 


1 -niethyl-2-pyrroly 1 


o 


propyl 


OH 


2-inethyl-3-furyl 


o 


propyl 


OH 


5-methyl-2-thienyl 


0 


propyl 


OH 


4-methyl-5-iinidazolyl 


0 


propyl 


OH 


1 -methy 1-3 -indoly 1 


0 


propyl 


OH 


2-methoxy-l -naphthyl 


o 


propyl 


OH 


3 -methoxy-2-naphthyl 


o 


propyl 


OH 


6-ethoxy-2-naphthyl 


0 


propyl 


OH 


5-inethoxy-3-indolyl 


0 


propyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


0 


propyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


propyl 


OH 


5-niethoxy- 1 -methy l-2-mdolyl 



91 



wo 02/085905 



PCT/JP02/03727 



X 




R 


Y 


. o 


propyl 


OCOOMe 


l-naphthyl 


o 


propyl 


OCOOMe 


2-naphthyl 


0 


propyl 


OCOOMe 


2-pyrrolyl 


0 


propyl 


OCOOMe 


3-pyrrolyi 


0 


propyl 


OCOOMe 


2-furyl 


0 


propyl 


OCOOMe 


3-furyl 


o 


propyl 


OCOOMe 


2-thienyl 


0 


propyl 


OCOOMe 


3-thienyl 


o 


propyl 


OCOOMe 


3-pyra2olyl 


0 


propyl 


OCOOMe 


4-pyrazolyl 


0 


propyl 


OCOOMe 


2-iraidazolyl 


0 


propyl 


OCOOMe 


4-imidazolyl 


o 


propyl 


OCOOMe 


2-oxazolyl 


0 


propyl 


OCOOMe 


4"Oxa2olyl 


0 


propyl 


OCOOMe 


5-oxazolyl 


0 


propyl 


OCOOMe 


2-thiazolyl 


0 


propyl 


OCOOMe 


4-thia2olyl 


0 


propyl 


OCOOMe 


5-thiazolyl 


0 


propyl 


OCOOMe 


2-pyrimidinyl 


o 


propyl 


OCOOMe 


4-pyrimidinyl 


0 


propyl 


OCOOMe 


5-pyrimidinyl 


0 


propyl 


OCOOMe 


2-indolyl 


o 


propyl 


OCOOMe 


S-indolyl 


0 


propyl 


OCOOMe 


5-indolyl 


o 


propyl 


OCOOMe 


6-indolyl 


o 


propyl 


OCOOMe 


5-benziniidazolyl 


0 


propyl 


OCOOMe 


2-benzofuryl 


o 


propyl 


OCOOMe 


3-iiidazolyl 


0 


propyl 


OCOOMe 


2-benzoxazolyl 


0 


propyl 


OCOOMe 


4-fluoro- 1 -naphthy 1 


0 


propyl 


OCOOMe 


5-chloro-2-thienyI 


0 


propyl 


OCOOMe 


4-methy 1- 1 -naphthyl 


o 


propyl 


OCOOMe 


1 -methyl-2-pyrrolyl 


o 


propyl 


OCOOMe 


2-methyl-3-furyl 


u 


propyl 


UCUUMe 


3-metnyl-2-tnienyl 


0 


propyl 


OCOOMe 


4-methyl-5-iinidazolyl 


0 


propyl 


OCOOMe 


1 -methyl-3 -indoly 1 


0 


propyl 


OCOOMe 


2-inethoxy-l-naphthyl 


0 


propyl 


OCOOMe 


3-methoxy-2 -naphthyl 


0 


propyl 


OCOOMe 


6-ethoxy-2-naphthyl 


o 


propyl 


OCOOMe 


5-methoxy-3-indolyl 


0 


propyl 


OCOOMe 


1 ,4-dimethoxy-2 -naphthyl 


0 


propyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


0 


propyl 


OCOOMe 


5-methoxy- 1 -methyl-2-mdolyl 



92 



wo 02/085905 PCT/JP02/03727 



X 


R» 




Y 


0 


propyl 


OCOOEt 


l-naphthyl 


o 


propyl 


OCOOEt 


2-naphthyl 


0 


propyl 


OCOOEt 


2-pyrrolyl 


0 


propyl 


OCOOEt 


3-pyrrolyl 


0 


propyl 


OCOOEt 


2-furyl 


o 


propyl 


OCOOEt 


3-furyl 


o 


propyl 


OCOOEt 


2-thienyl 


0 


propyl 


OCOOEt 


3-thienyl 


o 


propyl 


OCOOEt 


3-pyrazolyl 


0 


propyl 


OCOOEt 


4-pyrazolyl 


o 


propyl 


OCOOEt 


2-imidazolyl 


0 


propyl 


OCOOEt 


4-imidazolyl 


o 


propyl 


OCOOEt 


2-oxazolyl 


0 


propyl 


OCOOEt 


4-oxazolyl 


0 


propyl 


OCOOEt 


5-oxazolyl 


0 


propyl 


OCOOEt 


2-thiazolyl 


o 


propyl 


OCOOEt 


4-thiazolyl 


0 


propyl 


OCOOEt 


5-thiazoIyl 


0 


propyl 


OCOOEt 


2-pyriniidinyl 


0 


propyl 


OCOOEt 


4-pyrimidinyl 


o 


propyl 


OCOOEt 


5-pyriraidinyl 


0 


propyl 


OCOOEt 


2-indolyl 


o 


propyl 


OCOOEt 


3-indolyl 


o 


propyl 


OCOOEt 


S-indolyl 


0 


propyl 


OCOOEt 


6-indolyI 


o 


propyl 


OCOOEt 


5-benziniidazolyl 


0 


propyl 


OCOOEt 


2-benzofuryl 


o 


propyl 


OCOOEt 


3-indazolyl 


0 


propyl 


OCOOEt 


2-benzoxazolyl 


0 


propyl 


OCOOEt 


4-fluoro- 1 -naphthyl 


o 


propyl 


OCOOEt 


5-chloro-2-thienyl 


o 


propyl 


OCOOEt 


4-inethyl- 1 -naphthyl 


0 


propyl 


OCOOEt 


1 -methyl-2-pyrrolyl 


0 


propyl 


OCOOEt 


2-methyl-3-furyl 


0 


propyl 


OCOOEt 


5-methyl-2-thienyl 


o 


propyl 


OCOOEt 


4-methyl-5-imidazolyl 


0 


propyl 


OCOOEt 


l-methyl-3-indolyl 


o 


propyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


0 


propyl 


OCOOEt 


3-niethoxy-2-naphthyl 


0 


propyl 


OCOOEt 


6-ethoxy-2-naphthyl 


0 


propyl 


OCOOEt 


5-methoxy-3-indoIyl 


0 


propyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthyl 


o 


propyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


0 


propyl 


OCOOEt 


5-methoxy-l -methyl-2-indolyl 



93 



wo 02/085905 



PCT/JP02/03727 



A 


K 


R 


Y 


O 


n-butyl 


OH 


l-napnthyl 


o 


n-butyl 


OH 


2-naphtfayl 


o 


n-butyl 


OH 


2-pyrrolyl 


0 


n-butyl 


OH 


3-pyiTolyl 


0 


n-butyl 


OH 


2-furyl 


0 


n-butyl 


OH 


3-furyl 


o 


n-butyl 


OH 


2-thienyl 


0 


n-butyl 


OH 


3-thienyl 


0 


n-butyl 


OH 


3-pyrazolyl 


o 


n-butyl 


OH 


4-pyrazolyl 


0 


n-butyl 


OH 


2-imiaazolyl 


o 


n-butyl 


OH 


4-imidazolyl 


0 


n-butyl 


OH 


2-oxazolyl 


o 


n-butyl 


OH 


4-oxazolyl 


0 


n-butyl 


OH 


5-oxazolyl 


0 


n-butyl 


OH 


2-thiazolyl 


o 


n-butyl 


OH 


4-tliiazolyl 


o 


n-butyl 


OH 


5-thiazolyl 


0 


n-butyl 


OH 


2-pyrimidinyl 


o 


n-butyl 


OH 


4-pyrimidinyl 


o 


n-butyl 


OH 


5-pyrimidinyl 


o 


n-butyl 


OH 


2-indolyl 


0 


n-butyl 


OH 


3-indolyl 


o 


n-butyl 


OH 


5-indolyl 


o 


n-butyl 


OH 


6-indolyl 


o 


n-butyl 


OH 


5-benzimidazoIyl 


o 


n-butyl 


OH 


2-benzofuryl 


o 


n-butyl 


OH 


3-indazolyl 


o 


n-butyl 


OH 


2-benzoxazolyl 


0 


n-butyl 


OH 


4-fluoro- 1 -naphtnyl 


o 


n-butyl 


OH 


5-chloro-2-thienyl 


0 


n-butyl 


OH 


4-methy 1- 1 -naphtnyl 


0 


n-butyl 


OH 


1 -methyl-2-pyrrolyI 


o 


n-butyl 


OH 


2-methyl-3-turyl 




n-Duiyi 




j-mcinyi-x-iuicnyi 


o 


n-butyl 


OH 


4-methyl-5-inudazolyl 


0 


n-butyl 


OH 


l-methyl-3-indolyl 


o 


n-butyl 


OH 


2-methoxy- I-naphthyl 


0 


n-butyl 


OH 


3-methoxy-2-naphthyl 


0 


n-butyl 


OH 


6-ethoxy-2-naphthyl 


0 


ri-butyl 


OH 


5-methoxy-3-indoIyl 


0 


n-butyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


0 


n-butyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


n-butyi 


OH 


5-methoxy- 1 -methy I-2-indoly I 



94 



wo 02/085905 PCT/JP02/03727 



X 






Y 


0 


n-butyl 


OCOOMe 


1-naphthyl 


0 


n-butyl 


OCOOMe 


2-naphthyl 


0 


n-butyl 


OCOOMe 


2-pyrrolyl 


0 


n-butyl 


OCOOMe 


3-pyrrolyl 


0 


n>butyl 


OCOOMe 


2-furyl 


0 


n-butyl 


OCOOMe 


3-furyl 


0 


n-butyl 


OCOOMe 


2-thienyl 


0 


n-butyl 


OCOOMe 


3-thienyl 


0 


n-butyl 


OCOOMe 


3-pyra2oIyl 


0 


n-butyl 


OCOOMe 


4-pyrazoIyl 


0 


n-butyl 


OCOOMe 


2-iniidazolyl 


0 


n-butyl 


OCOOMe 


4-miidazolyl 


0 


n-butyl 


OCOOMe 


2-oxazolyI 


0 


n-butyl 


OCOOMe 


4-oxazolyl 


o 


n-butyl 


OCOOMe 


S-oxazolyl 


0 


n-butyl 


OCOOMe 


2-thiazolyl 


0 


n-butyl 


OCOOMe 


4-thiazolyl 


o 


n-butyl 


OCOOMe 


5-thiazolyl 


o 


n-butyl 


OCOOMe 


2-pyrimidinyl 


o 


n-butyl 


OCOOMe 


4-pyrimidinyl 


0 


n-butyl 


OCOOMe 


5-pyrimidmyl 


o 


n-butyl 


OCOOMe 


2-mdolyl 


0 


n-butyl 


OCOOMe 


3-indolyl 


o 


n-butyl 


OCOOMe 


5-indolyl 


o 


n-butyl 


OCOOMe 


6-mdolyl 


o 


n-butyl 


OCOOMe 


5-benzimidazolyl 


o 


n-butyl 


OCOOMe 


2-benzofuryI 


0 


n-butyl 


OCOOMe 


3-indazolyl 


o 


n-butyl 


OCOOMe 


2-benzoxazolyl 


o 


n-butyl 


OCOOMe 


4-fluoro- 1 -naphthyl 


o 


n-butyl 


OCOOMe 


5-chloro-2-thienyl 


o 


n-butyl 


OCOOMe 


4-methyl- 1 -naphthyl 


0 


n-butyl 


OCOOMe 


1 -methy 1-2-pyiToly 1 


0 


n-butyl 


OCOOMe 


2-methyl-3-furyl 


o 


n-butyl 


OCOOMe 


5-niethyI-2-thienyl 


0 


n-butyl 


OCOOMe 


4-methyI-5-imidazolyl 


o 


n-butyl 


OCOOMe 


1 -methy 1-3-indolyl 


o 


n-butyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


0 


n-butyl 


OCOOMe 


3 -methoxy-2-n aphthy 1 


0 


n-butyl 


OCOOMe 


6-ethoxy-2-naphthyl 


o 


n-butyl 


OCOOMe 


5-methoxy-3 -indolyl 


o 


n-butyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


0 


n-butyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


0 


n-butyl 


OCOOMe 


5-methoxy- 1 -methyl-2-indoiy 1 



95 



wo 02/085905 



PCT/JP02/03727 



X 


R' 




Y 


0 


n-butyl 


OCOOEt 


1-naphthyl 


0 


n-butyl 


OCOOEt 


2-naphthyl 


0 


n-butyl 


OCOOEt 


2-pyrrolyl 


0 


n-butyl 


OCOOEt 


3-pyrrolyl 


0 


n-butyl 


OCOOEt 


2-furyl 


0 


n-butyl 


OCOOEt 


3-iuryl 


0 


n-butyl 


OCOOEt 


2-thienyl 


o 


n-butyl 


OCOOEt 


3-thienyl 


0 


n-butyl 


OCOOEt 


3-pyrazolyl 


0 


n-butyl 


OCOOEt 


4-pyrazolyl 


0 


n-butyl 


OCOOEt 


2-imidazolyl 


0 


n-butyl 


OCOOEt 


4-imidazolyl 


0 


n-butyl 


OCOOEt 


2-oxa2olyl 


0 


n-butyl 


OCOOEt 


4-oxazolyl 


0 


n-butyl 


OCOOEt 


5-oxa2olyl 


0 


n-butyl 


OCOOEt 


2-thiazolyl 


0 


n-butyl 


OCOOEt 


4-thiazolyl 


0 


n-butyl 


OCOOEt 


5-thia2olyl 


0 


n-butyl 


OCOOEt 


2-pyrimidinyl 


0 


n-butyl 


OCOOEt 


4-pyrimidinyl 


0 


n-butyl 


OCOOEt 


5-pyrimidinyi 


0 


n-butyl 


OCOOEt 


2-indolyl 


0 


n-butyl 


OCOOEt 


3-indolyl 


0 


n-butyl 


OCOOEt 


5-indolyl 


0 


n-butyi 


OCOOEt 


6-indolyl 


0 


n-butyl 


OCOOEt 


S-benzimidazolyl 


0 


n-butyl 


OCOOEt 


2-benzofuryl 


0 


n-butyl 


OCOOEt 


3-mdazolyl 


o 


n-butyl 


OCOOEt 


2-benzoxazolyl 


o 


n-butyl 


OCOOEt 


4-fluoro- 1 -naphthyi 


0 


n-butyl 


OCOOEt 


5-chloro-2-tbienyl 


o 


n-butyl 


OCOOEt 


4-methyl- 1-naphthyl 


0 


n-butyl 


OCOOEt 


1 -methy 1-2-pyrroly 1 


o 


n-butyl 


OCOOEt 


2-methy 1-3 -fury 1 


o 


n-butyl 


OCOOEt 


5 -raeuiy 1-2-tnieny 1 


0 


n-butyl 


OCOOEt 


4-methyl-5-imidazolyl 


0 


n-butyl 


OCOOEt 


1 -methy 1-3 -indolyl 


0 


n-butyl 


OCOOEt 


2-methoxy- 1 -naphthyi 


0 


n-butyl 


OCOOEt 


3 -methoxy-2-naphthyl 


0 


n-butyl 


OCOOEt 


6-ethoxy-2 -n aphthyl 


0 


n-butyl 


OCOOEt 


5-methoxy-3 -indolyl 


o 


n-butyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthy I 


0 


n-butyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


0 


n-butyl . 


OCOOEt 


5-methoxy-l-methyl-2-mdolyl 



96 



wo 02/085905 



« 

PCT/JP02/03727 



X 






Y 


0 


n-pentyl 


OH 


1-naphthyl 


o 


n-pentyl 


OH 


2-naphthyl 


0 


n-pentyl 


OH 


2-pyrro!yl 


o 


n-pentyl 


OH 


3-pyrrolyl ^ 


0 


n-pentyl 


OH 


2-furyl 


0 


n-pentyl 


OH 


3-furyl 


0 


n-pentyl 


OH 


2-thienyl 


o 


n-pentyl 


OH 


3-thienyl 


o 


n-pentyl 


OH 


3-pyrazolyl 


o 


n-pentyl 


OH 


4-pyrazolyl 


o 


n-pentyl 


OH 


2-iraidazolyl 


o 


n-pentyl 


OH 


4-imidazolyl 


o 


n-pentyl 


OH 


2-oxazolyl 


o 


n-pentyl 


OH 


4-oxazolyl 


o 


n-pentyl 


OH 


5-oxazoiyl 


o 


n-pentyl 


OH 


2-thiazolyl 


o 


n-pentyl 


OH 


4-thiazolyl 


o 


n-pentyl 


OH 


5-thiazolyl 


o 


n-pentyl 


OH 


2-pyriinidinyl 


o 


n-pentyl 


OH 


4-pyriniidinyl 


o 


n-pentyl 


OH 


5-pyrimidinyI 


o 


n-pentyl 


OH 


2-indolyl 


o 


n-pentyl 


OH 


3-indolyl 


o 


n-pentyl 


OH 


5-indolyl 


o 


n-pentyl 


OH 


6-indolyl 


o 


n-pentyl 


OH 


5-benzimidazoIyl 


o 


n-pentyl 


OH 


2-benzofuryl 


o 


n-pentyl 


OH 


3-indazolyl 


o 


n-pentyl 


OH 


2-benzoxazolyl 


o 


n-pentyl 


OH 


4-fluoro- 1 -naphthy 1 


o 


n-pentyl 


OH 


5-chloro-2-thienyl 


o 


n-pentyl 


OH 


4-methyl-l -naphthy 1 


o 


n-pentyl 


OH 


1 -methyl-2-pyrroly 1 


o 


n-pentyl 


OH 


2-metliyl-3-furyl 


o 


n-pentyl 


OH 


5-niethyl-2-thienyi 


0 


n-pentyl 


OH 


4-methy 1-5 -imi dazo ly 1 


o 


n-pentyl 


OH 


l-methyl-3-indolyl 


o 


n-pentyl 


OH 


2-raethoxy- 1 -naphthy 1 


0 


n-pentyl 


OH 


3 - m ethoxy-2-naphthy 1 


0 


n-pentyl 


OH 


6-ethoxy-2-naphthyl 


o 


n-pentyl 


OH 


5-methoxy-3-indoiyl 


o 


n-pentyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


0 


n-pentyl 


OH 


5,6-diniethoxy-2-indolyl 


o 


n-pentyl 


OH 


5-methoxy-l-methyl-2-indolyl 



97 



wo 02/085905 PCT/JP02/03727 



A 


1>1 
R 


R 

* 


Y 


U 


n-pentyl 


OCOOMe 


l-naphthyl 


r\ 
KJ 


n-pentyl 


iff-. 

OCOOMe 


2-naphthyl 


o 


n-pentyl 


OCOOMe 


2-pyrrolyl 


o 


n-pentyl 


OCOOMe 


3-pyrrolyl 


0 


n-pentyl 


OCOOMe 


2-furyl 


0 


n-pentyl 


OCOOMe 


3-furyl 


0 


n-pentyl 


OCOOMe 


2-thienyl 


0 


n-pentyl 


OCOOMe 


3-thienyl 


0 


n-pentyl 


OCOOMe 


3-pyrazoIyl 


0 


n-pentyl 


OCOOMe 


4-pyrazo!yl 


0 


n-pentyl 


OCOOMe 


2-imidazolyl 


0 


n-penty] 


OCOOMe 


4-imidazolyl 


o 


n-pentyl 


OCOOMe 


2-oxazolyl 


0 


n-pentyl 


OCOOMe 


4-oxazolyl 


o 


n-pentyl 


OCOOMe 


5-oxazolyl 


0 


n-pentyl 


OCOOMe 


2-thiazolyl 


o 


n-pentyl 


OCOOMe 


4-thiazolyl 


0 


n-pentyl 


OCOOMe 


5-thiazolyl 


o 


n-pentyl 


OCOOMe 


2-pyrimidinyl 


o 


n-pentyl 


OCOOMe 


4-pyrimidinyl 


0 


n-pentyl 


OCOOMe 


5-pyrimidinyl 


0 


n-pentyl 


OCOOMe 


2-indolyl 


o 


n-pentyl 


OCOOMe 


3-indoly] 


0 


n-pentyl 


OCOOMe 


5-indolyl 


0 


n-pentyl 


OCOOMe 


6-indolyl 


0 


n-pentyl 


OCOOMe 


5-benzimidazolyl 


0 


n-pentyl 


OCOOMe 


2-benzofuryl 


0 


n-pentyl 


OCOOMe 


3-mdazolyl 


0 


n-pentyl 


OCOOMe 


2-benzoxazolyl 


0 


n-pentyl 


OCOOMe 


4-fluoro- 1 -haphthyl 


0 


n-pentyl 


OCOOMe 


5-chloro-2-thienyl 


0 


n-pentyl 


OCOOMe 


A ll'l 1j.Y1 

4-metnyl- 1 -naphthy 1 


0 


n-pentyl 


OCOOMe 


l-methyl-2-pyiTolyl 


o 


n-pentyl 


OCOOMe 


2-methyl-3-furyl 




n-peniyi 


L/dJUivie 


J -metny 1 -z-mienyi 


0 


n-pentyl 


OCOOMe 


4-methyl-5-iinidazolyl 


0 


n-pentyl 


OCOOMe 


l-methyl-3-indolyl 


0 


n-pentyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


0 


n-pentyl 


OCOOMe 


3-methoxy-2-naphthyl 


0 


n-pentyl 


OCOOMe 


6-ethoxy-2-naphthyI 


0 


n-pentyl 


OCOOMe 


5-raethoxy-3-indolyl 


0 


n-pentyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


0 


n-pentyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


0 


n-pentyl 


OCOOMe 


5-raethoxy-l -methyl-2-mdolyl 



98 



wo 02/085905 PCT/JP02/03727 



X 






Y 


0 


n-pentyl 


OCOOEt 


1-naphthyl 


0 


n-pentyl 


OCOOEt 


2-naphthyl 


0 


n-pentyl 


OCOOEt 


2-pyrrolyl 


0 


n-pentyl 


OCOOEt 


3-pyrroIyl 


0 


n-pentyl 


OCOOEt 


2-furyl 


o 


n-pentyl 


OCOOEt 


3-furyl 


0 


n-pentyl 


OCOOEt 


2-thienyl 


0 


n-pentyl 


OCOOEt 


3-thienyl 


0 


n-pentyl 


OCOOEt 


3-pyrazolyl 


0 


n-pentyl 


OCOOEt 


4-pyrazolyl 


0 


n-pentyl 


OCOOEt 


2-imidazolyl 


0 


n-pentyl 


OCOOEt 


4-imidazolyl 


0 


n-pentyl 


OCOOEt 


2-oxazolyl 


0 


n-pentyl 


OCOOEt 


4-oxa2olyl 


0 


n-pentyl 


OCOOEt 


5-oxazolyl 


0 


n-pentyl 


OCOOEt 


2-thiazolyl 


0 


n-pentyl 


OCOOEt 


4-thiazolyl 


0 


n-pentyl 


OCOOEt 


5-thiazolyl 


0 


n-pentyl 


OCOOEt 


2-pyrimidinyl 


0 


n-pentyl 


OCOOEt 


4-pyrimidinyl 


0 


n-pentyl 


OCOOEt 


5-pyrimidinyl 


o 


n-pentyl 


OCOOEt 


2-indolyl 


0 


n-pentyl 


OCOOEt 


3-indolyl 


0 


n-pentyl 


OCOOEt 


5-indolyI 


0 


n-pentyl 


OCOOEt 


6-indoIyl 


0 


n-pentyl 


OCOOEt 


5-benzimidazolyl 


0 


n-pentyl 


OCOOEt 


2-benzofuryl 


o 


n-pentyl 


OCOOEt 


3-indazolyl 


0 


n-pentyl 


OCOOEt 


2-benzoxazolyl 


o 


n-pentyl 


OCOOEt 


4-fluoro- 1 -naphthy 1 


o 


n-pentyl 


OCOOEt 


5-chloro-2-thienyI 


o 


n-pentyl 


OCOOEt 


4-raethyl-l -naphthy 1 


o 


n-pentyl 


OCOOEt 


1 -methyl -2 -pyrrolyl 


o 


n-pentyl 


OCOOEt 


2-methy 1-3 -fury 1 


o 


n-pentyl 


OCOOEt 


5-methyl-2"thienyl 


0 


n-pentyl 


OCOOEt 


4-methyl-5-imidazolyl 


o 


n-pentyl 


OCOOEt 


l-methyl-3-indolyl 


o 


n-pentyl 


OCOOEt 


2-methoxy- 1 -naphthy 1 


0 


n-pentyl 


OCOOEt 


3 -m ethoxy-2-naphthyl 


0 


n-pentyl 


OCOOEt 


6-ethoxy-2-naphthyl 


0 


n-pentyl 


OCOOEt 


5-niethoxy-3-indolyl 


o 


n-pentyl 


OCOOEt 


1 ,4-dimethoxy-2-naphthy 1 


0 


n-pentyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


o 


n-pentyl 


OCOOEt 


5-methoxy-l-niethyl-2-indolyl 



99 



wo 02/085905 PCT/JP02/03727 



A 


n 1 

R 


R 


Y 


s 


propyl 


OH 


1-naphthyl 


S 


propyl 


OH 


2-naphthyl 


s 


propyl 


OH 


2-pyrrolyl 


s 


propyl 


OH 


3-pyrrolyl 


s 


propyl 


OH 


2-furyl 


s 


propyl 


OH 


3-ruryI 


s 


propyl 


OH 


2-thienyl 


s 


propyl 


OH 


^% J 1 * 1 

3-mienyl 


s 


propyl 


OH 


3-pyrazolyl 


s 


propyl 


OH 


4-pyrazolyl 


s 


propyl 


OH 


2-imidazolyl 


s 


propyl 


OH 


4-iinidazolyl 


s 


propyl 


OH 


2-oxazolyl 


s 


propyl 


OH 


4-oxazolyl 


s 


propyl 


OH 


5-oxazolyl 


s 


propyl 


OH 


2-thiazolyi 


s 


propyl 


OH 


4-thiazolyl 


s 


propyl 


OH 


5-thiazolyl 


s 


propyl 


OH 


2-pyrimidinyl 


s 


propyl 


OH 


4-pyrimidinyl 


s 


propyl 


OH 


S-pyrimidmyl 


s 


propyl 


OH 


2-mdolyl 


s 


propyl 


OH 


3-mdolyl 


s 


propyl 


OH 


5-indolyl 


s 


propyl 


OH 


6-indolyl 


s 


propyl 


OH 


5-benzimidazoIyl 


s 


propyl 


OH 


2-benzofuryl 


s 


propyl 


OH 


3-mdazolyl 


s 


propyl 


OH 


2-benzoxazolyl 


s 


propyl 


OH 


4-fluoro- 1 -naphthyl 


s 


propyl 


OH 


5-cnloro-2-thienyl 


s 


propyl 


OH 


4-methyl- 1 -naphthyl 


s 


* 

propyl 


OH 


l-methyl-2-pyrrolyl 


s 


propyl 


OH 


2-methyl-3-furyl 


Q 

o 


propyj 


\Jri 


j-metnyl-2-tnienyi 


s 


propyl 


OH 


4-methyl-5-imidazolyl 


s 


propyl 


OH 


l-methyl-3-indolyl 


s 


propyl 


OH 


2-methoxy- 1 -naphthyl 


s 


propyl 


OH 


3-methoxy-2-naphthyl 


s 


propyl 


OH 


6-ethoxy-2-naphthyl 


s 


propyl 


OH 


5-methoxy-3-indolyl 


s 


propyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


s 


propyl 


OH 


5,6-dimethoxy-2-indoIyl 


s 


propyl 


OH 


5-methoxy-l-methyl-2-mdoIyl 



100 



wo 02/085905 PCT/JP02/03727 



X 


R' 




Y 


s 


propyl 


OCOOMe 


1-naphthyl 


s 


propyl 


OCOOMe 


2-naphthyl 


s 


propyl 


OCOOMe 


2-pyrrolyl 


s 


propyl 


OCOOMe 


3-pyrrolyl 


s 


propyl 


OCOOMe 


2-furyl 


s 


propyl 


OCOOMe 


3-furyl 


s 


propyl 


OCOOMe 


2-thienyl 


s 


propyl 


OCOOMe 


3-thienyl 


s 


propyl 


OCOOMe 


3-pyrazolyl 


s 


propyl 


OCOOMe 


4-pyrazolyl 


s 


propyl 


OCOOMe 


2-imida2olyl 


s 


propyl 


OCOOMe 


4-imidazolyl 


s 


propyl 


OCOOMe 


2-oxazolyl 


s 


propyl 


OCOOMe 


4-oxazolyl 


s 


propyl 


OCOOMe 


5-oxazolyl 


s 


propyl 


OCOOMe 


2-thiazolyl 


s 


propyl 


OCOOMe 


4-thiazolyl 


s 


propyl 


OCOOMe 


5-thiazoIyl 


s 


propyl 


OCOOMe 


2-pyrimidinyl 


s 


propyl 


OCOOMe 


4-pyrimidinyl 


s 


propyl 


OCOOMe 


S-pyrimidinyl 


s 


propyl 


OCOOMe 


2-indolyl 


s 


propyl 


OCOOMe 


3-indolyl 


s 


propyl 


OCOOMe 


5-indolyl 


s 


propyl 


OCOOMe 


6-indolyl 


s 


propyl 


OCOOMe 


5-benzimidazolyl 


s 


propyl 


OCOOMe 


2-benzofuryl 


s 


propyl 


OCOOMe 


3-mda20lyl 


s 


propyl 


OCOOMe 


2-benzoxa2olyl 


s 


propyl 


OCOOMe 


4-fluoro-l -naphthyl 


s 


propyl 


OCOOMe 


5-chloro-2-thienyl 


s 


propyl 


OCOOMe 


4-m ethyl- 1 -naphdiy 1 


s 


propyl 


OCOOMe 


1 -methyl-2-pyrroly] 


s 


propyl 


OCOOMe 


2-methyl-3-furyl 


s 


propyl 


OCOOMe 


5-methyl-2-thienyl 


s 


propyl 


OCOOMe 


4-methyl-5-imidazolyl 


s 


propyl 


OCOOMe 


1 -methyl-3-indolyl 


s 


propyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


s 


propyl 


OCOOMe 


3-methoxy-2-naphthyl 


s 


propyl 


OCOOMe 


6-ethoxy-2-naphthyl 


s 


propyl 


OCOOMe 


5-metfaoxy-3 -indolyl 


s 


propyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


s 


propyl 


OCOOMe 


5, 6-diinethoxy-2 -indolyl 


s 


propyl 


OCOOMe 


5-methoxy-l -methyl-2-indolyl 



101 



wo 02/085905 PCT/JP02/03727 



X 


T> 1 


Tk2 


Y 


■ s 


propyl 


OCOOEt 


1-napnthyl 


s 


propyl 


^^^^ ^^V^A 

OCOOEt 


2-naphthyl 


s 


propyl 


OCOOEt 


2-pyrrolyl 


s 


propyl 


OCOOEt 


3-pyrrolyl 


s 


propyl 


OCOOEt 


2-furyl 


s 


propyl 


OCOOEt 


3-furyl 


s 


propyl 


OCOOEt 


2-thienyl 


s 


propyl 


OCOOEt 


S-thienyl 


s 


propyl 


OCOOEt 


3-pyrazolyl 


s 


propyl 


OCOOEt 


4-pyrazolyl 


s 


propyl 


OCOOEt 


2-imida2olyl 


s 


propyl 


OCOOEt 


4-iniida2olyl 


s 


propyl 


OCOOEt 


2-oxazoiyl 


s 


propyl 


OCOOEt 


4-oxa2olyl 


s 


propyl 


OCOOEt 


5-oxazolyl 


s 


propyl 


OCOOEt 


2-thiazolyl 


s 


propyl 


OCOOEt 


4-thiazolyl 


s 


propyl 


OCOOEt 


5-thiazolyl 


s 


propyl 


OCOOEt 


2-pyrimidmyl 


s 


propyl 


OCOOEt 


4-pyrimidinyl 


s 


propyl 


OCOOEt 


5-pyrimidinyI 


s 


propyl 


OCOOEt 


2-mdolyl 


s 


propyl 


OCOOEt 


3-indoIyl 


s 


propyl 


OCOOEt 


5-indolyl 


s 


propyl 


OCOOEt 


6-indolyl 


s 


propyl 


OCOOEt 


5 -benzimidazolyl 


s 


propyl 


OCOOEt 


2-ben2X)furyl 


s 


propyl 


OCOOEt 


3-indazolyl 


s 


propyl 


OCOOEt 


2-benzoxazolyl 


s 


propyl 


OCOOEt 


4-fluoro- 1 -naphthy 1 


s 


propyl 


OCOOEt 


5-chloro-2-thienyl 


s 


propyl 


OCOOEt 


4-methyl-l -naphthy 1 


s 


propyl 


OCOOEt 


1 -methyl-2-pyrroly 1 


s 


propyl 


OCOOEt 


2-methy 1-3 -fury! 


s 


propyl 


OCOOBt 


J -metny 1-z-tnienyl 


s 


propyl 


OCOOEt 


4-methyI-5-imidazolyl 


s 


propyl 


OCOOEt 


l-methyl-3-mdolyl 


s 


propyl 


OCOOEt 


2-inethoxy- 1 -naphthyl 


s 


propyl 


OCOOEt 


3-methoxy-2-naphthyl 


s 


propyl 


OCOOEt 


6-ethoxy-2 -naphthyl 


s 


propyl 


OCOOEt 


5-methoxy-3 -indolyl 


s 


propyl 


OCOOEt 


1 ,4-dimethoxy-2"naphthyl 


s 


propyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


s 


propyl 


OCOOEt 


5-methoxy- 1 -methy 1-2-indoly 1 



102 



wo 02/085905 PCT/JP02/03727 



X 


R» 




Y 


s 


n-butyl 


OH 


1-naphthyl 


s 


n-butyl 


OH 


2-naphthyl 


s 


n-butyl 


OH 


2-pyrrolyl 


s 


n-butyl 


OH 


3-pyrrolyl 


s 


n-butyl 


OH 


2-furyl 


s 


n-butyl 


OH 


3-furyl 


s 


n-butyl 


OH 


2-thienyl 


s 


n-butyl 


OH 


3-thienyI 


s 


n-butyl 


OH 


3-pyrazolyl 


s 


n-butyl 


OH 


4-pyrazolyl 


s 


n-butyl 


OH 


2-imidazolyl 


s 


n-butyl 


OH 


4-imida2olyl 


s 


n-butyl 


OH 


2-oxazolyl 


s 


n-butyl 


OH 


4-oxazolyl 


s 


n-butyl 


OH 


5-oxazolyl 


s 


n-butyl 


OH 


2-thiazolyl 


s 


n-butyl 


OH 


4-thiazolyl 


s 


n-butyl 


OH 


5-thiazolyl 


s 


n-butyl 


OH 


2-pyrimidinyl 


s 


n-butyl 


OH 


4-pyrimidmyl 


s 


n-butyl 


OH 


5-pyriniidinyl 


s 


. n-butyl 


OH 


2-indolyl 


s 


n-butyl 


OH 


3-indolyl 


s 


n-butyl 


OH 


5-indolyl 


s 


n-butyl 


OH 


6-indolyl 


s 


n-butyl 


OH 


5-benzimidazolyl 


s 


n-butyl 


OH 


2-benzofuryl 


s 


n-butyl 


OH 


3-indazolyl 


s 


n-butyl 


OH 


2-benzoxazoiyl 


s 


n-butyl 


OH 


4-fIuoro-l -naphthyl 


s 


n-butyl 


OH 


5-chloro-2-thienyI 


s 


n-butyl 


OH 


4-methyl- 1 -naphthyl 


s 


n-butyl 


OH 


1 -methyl-2-pyrrolyl 


s 


n-butyl 


OH 


2-methyl-3-furyl 


s 


n-butyl 


OH 


5-methyl-2-thienyl 


s 


n-butyl 


OH 


4-methyl-5-imidazolyl 


s 


n-butyl 


OH 


l-methyl-3-indolyl 


s 


n-butyl 


OH 


2-methoxy- 1 -naphthyl 


s 


n-butyl 


OH 


3-methoxy-2 -naphthyl 


s 


n-butyl 


OH 


6-ethoxy-2-naphthyl 


s 


n-butyl 


OH 


5-methoxy-3-indolyl 


s 


n-butyl 


OH 


1 ,4-dimethoxy-2 -nap hthy I 


s 


n-butyl 


OH 


5,6-dimethoxy-2-indolyl 


s 


n-butyl 


OH 


5-methoxy- 1 -methy 1-2-indoly 1 



103 



wo 02/085905 



PCT/JP02/03727 



A 


K 


K 


Y 


o 


n- butyl 


UCUUMe 


1-naphthyl 


c 
o 


n- butyl 


OCOOMe 


2-naphthyl 


n 
S 


n-butyl 


OCOOMe 


2-pyrrolyl 


n 

S 


n-butyl 


OCOOMe 


3-pyrrolyl 


s 


n-butyl 


OCOOMe 


2-furyl 


s 


n-butyl 


OCOOMe 


3-furyl 


s 


n-butyl 


OCOOMe 


2-thienyl 


s 


n-butyl 


OCOOMe 


3-tmenyl 


s 


n-butyl 


OCOOMe 


3-pyrazolyl 


s 


n-butyl 


OCOOMe 


4-pyrazolyl 


s 


n-butyl 


OCOOMe 


2-imidazolyl 


s 


n-butyl 


OCOOMe 


4-imidazolyl 


s 


n-butyl 


OCOOMe 


2-oxazolyl 


s 


n-butyl 


OCOOMe 


4-oxazolyl 


s 


n-butyl 


OCOOMe 


5-oxazolyl 


s 


n-butyl 


OCOOMe 


2-thiazolyl 


s 


n-butyl 


OCOOMe 


4-thiazolyl 


s 


n-butyl 


OCOOMe 


5-thjazolyl 


s 


n-butyl 


OCOOMe 


2-pyriniidinyl 


s 


n-butyl 


OCOOMe 


4-pyrimidinyl 


s 


n-butyl 


OCOOMe 


5-pyrimidinyl 


s 


n-butyl 


OCOOMe 


2-indolyl 


s 


n-butyl 


OCOOMe 


3-mdolyl 


s 


n-butyl 


OCOOMe 


5-indolyl 


s 


n-butyl 


OCOOMe 


6-mdolyl 


s 


n-butyl 


OCOOMe 


5-benzimidazolyl 


s 


n-butyl 


OCOOMe 


2"ben2ofuryl 


s 


n-butyl 


OCOOMe 


3-indazolyl 


s 


n-butyl 


OCOOMe 


2-benzoxazolyl 


s 


n-butyl 


OCOOMe 


4-fluoro- 1 -naphthy 1 


s 


n-butyl 


OCOOMe 


5-cnloro-2-tnienyl 


s 


n-butyl 


OCOOMe 


4-methyl- 1 -napnthyl 


s 


n-butyl 


y^ y^ w 

OCOOMe 


1 -methyl-2-pyrrolyi 


s 


n-butyl 


OCOOMe 


2-methyl-3-ruryi 


c 


n-Duiyi 




J -metuy 1--^- uiieny 1 


s 


n-butyl 


OCOOMe 


4-methyl-5-imida2olyl 


s 


n-butyl 


OCOOMe 


l-methyl-3-indolyl 


s 


n-butyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


s 


n-butyl 


OCOOMe 


3-methoxy-2-naphthyl 


s 


n-butyl 


OCOOMe 


6-ethoxy-2-naphthyl 


s 


n-butyl 


OCOOMe 


5-methoxy-3 -indoly 1 


s 


n-butyl 


OCOOMe 


1 ,4-dimethoxy-2 -naphthyl 


s 


n-butyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


s 


n-butyl 


OCOOMe 


5-methoxy- 1 -methyl-2-indolyl 



104 



wo 02/085905 PCT/JP02/03727 



X 


R' 


R= 


Y 


s 


n-butyl 


OCOOEt 


1-naphthyl 


s 


n-butyl 


OCOOEt 


2-naphthyl 


s 


n-butyl 


OCOOEt 


2-pyrrolyl 


s 


n-butyl 


OCOOEt 


3-pyrrolyl 


s 


n-butyl 


OCOOEt 


2-furyl 


s 


n-butyl 


OCOOEt 


3-furyl 


s 


n-butyl 


OCOOEt 


2-thienyl 


s 


n-butyl 


OCOOEt 


3-thienyl 


s 


n-butyl 


OCOOEt 


3-pyrazolyl 


s 


n-butyl 


OCOOEt 


4-pyrazolyl 


s 


n-butyl 


OCOOEt 


2-imidazolyl 


s 


n-butyl 


OCOOEt 


4-imida2olyl 


s 


n-butyl 


OCOOEt 


2-oxazolyl 


s 


n-butyl 


OCOOEt 


4-oxazolyl 


s 


n-butyl 


OCOOEt 


5-oxazolyl 


s 


n-butyl 


OCOOEt 


2-thiazolyl 


s 


n-butyl 


OCOOEt 


4-thiazolyl 


s 


n-butyl 


OCOOEt 


5-thiazolyl 


s 


n-butyl 


OCOOEt 


2-pyrimidinyl 


s 


n-butyl 


OCOOEt 


4-pyrimidinyl 


s 


n-butyl 


OCOOEt 


5-pyrimidmyl 


s 


n-butyl 


OCOOEt 


2-indolyl 


s 


n-butyl 


OCOOEt 


3-indolyl 


s 


n-butyl 


OCOOEt 


5-mdolyl 


s 


n-butyl 


OCOOEt 


6-indolyl 


s 


n-butyl 


OCOOEt 


5-benzimidazolyl 


s 


n-butyl 


OCOOEt 


2-benzofuryl 


s 


n-butyl 


OCOOEt 


3-indazolyl 


s 


n-butyl 


OCOOEt 


2-benzoxazolyl 


s 


n-butyl 


OCOOEt 


4-fIuoro-l -naphthyl 


s 


n-butyl 


OCOOEt 


5-chloro-2-thienyl 


s 


n-butyl 


OCOOEt 


4-methyl- 1 -naphtliyl 


s 


n-butyl 


OCOOEt 


1 -methyl-2-pyrrolyl 


s 


n-butyl 


OCOOEt 


2-methyl-3-furyl 


s 


n-butyl 


OCOOEt 


5-methyl-2-thienyl 


s 


n-butyl 


OCOOEt 


4-methyl-5-imidazoIyl 


s 


n-butyl 


OCOOEt 


1 -methyl-3-indolyl 


s 


n-butyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


s 


n-butyl 


OCOOEt 


3-niethoxy-2 -naphthyl 


s 


n-butyl 


OCOOEt 


6-ethoxy-2-naphthyl 


s 


n-butyl 


OCOOEt 


5-methoxy-3-indolyl 


s 


n-butyl 


OCOOEt 


l,4-dimethoxy-2-naphthyl 


s 


n-butyl 


OCOOEt 


5,6-diniethoxy-2-indolyl 


s 


n-butyl 


OCOOEt 


5-methoxy-l-methyl-2-indolyl 



105 



wo 02/085905 



PCT/JP02/03727 



X 






Y 


s 


n-pentyl 


OH 


I-napnthyl 


s 


n-pentyl 


OH 


2-naphthyl 


s 


n-pentyl 


OH 


2-pyrrolyl 


s 


n-pentyl 


OH 


3-pyrrolyl 


s 


n-pentyl 


OH 


2-furyI 


s 


n-pentyl 


OH 


3-furyI 


s 


n-pentyl 


OH 


2-thienyl 


s 


n-pentyl 


OH 


3-thienyl 


s 


n-pentyl 


OH 


3-pyrazolyl 


s 


n-pentyl 


OH 


4-pyrazolyl 


s 


n-pentyl 


OH 


2-imidazolyl 


s 


n-pentyl 


OH 


4-imidazolyl 


s 


n-pentyl 


OH 


2-oxa2olyl 


s 


n-pentyl 


OH 


4-oxazolyl 


s 


n-pentyl 


OH 


5-oxazolyl 


s 


n-pentyl 


OH 


2-thiazolyl 


s 


n-pentyl 


OH 


4-thiazolyl 


s 


n-pentyl 


OH 


5-thiazolyl 


s 


n-pentyl 


OH 


2-pyrimidinyI 


s 


n-pentyl 


OH 


4-pyrimidinyl 


s 


n-pentyl 


OH 


5-pyrimidinyl 


s 


n-pentyl 


OH 


2-indolyl 


s 


n-pentyl 


OH 


3-indolyl 


s 


n-pentyl 


OH 


5-indolyl 


s 


n-pentyl 


OH 


6-indolyl 


s 


n-pentyl 


OH 


5-benzimidazolyl 


s 


n-pentyl 


OH 


2-benzofuryl 


s 


n-pentyl 


OH 


3-indazolyl 


s 


n-pentyl 


OH 


2-benzoxazolyl 


s 


n-pentyl 


OH 


4-fluoro-l -naphthyl 


s 


n-pentyl 


OH 


5-chloro-2-thienyl 


s 


n-pentyl 


OH 


4-methyl- 1 -naphthyl 


s 


n-pentyl 


OH 


1 -methyl-2-pyiToly 1 


s 


n-pentyl 


OH 


2-methy 1-3 -fury 1 


s 


n-pentyl 


OH 


5-methyl-2-tnienyl 


s 


n-pentyl 


OH 


4-methyl-5-imidazolyl 


s 


n-pentyl 


OH 


1 -methyl-3 -indoly 1 


s 


n-pentyl 


OH 


2-methoxy- 1 -naphthyl 


s 


n-pentyl 


OH 


3 -methoxy-2-naphthy 1 


s 


n-pentyl 


OH 


6-ethoxy-2-naphthyl 


s 


n-pentyl 


OH 


5-methoxy-3-indolyl 


s 


n-pentyl 


OH 


l,4-dmiethoxy-2-naphthyl 


s 


n-pentyl 


OH 


5 ,6-dimethoxy-2-indolyl 


s 


n-pentyl 


OH 


5-methoxy- l-methyi-2-indolyl 



106 



wo 02/085905 



PCT/JP02/03727 



X 






Y 


s 


n-pentyl 


OCOOMe 


1-naphthyl 


s 


n-pentyl 


OCOOMe 


2-naphthyl 


s 


n-pentyl 


OCOOMe 


2-pyiTolyl 


s 


n-pentyl 


OCOOMe 


3-pyrrolyl 


s 


n-penty] 


OCOOMe 


2-furyl 


s 


n-pentyl 


OCOOMe 


3-fiiryI 


s 


n-pentyl 


OCOOMe 


2-thienyl 


s 


n-pentyl 


OCOOMe 


3-thienyl 


s 


n-pentyl 


OCOOMe 


3-pyrazolyl 


s 


n-pentyl 


OCOOMe 


4-pyrazo]yl 


s 


n-pentyl 


OCOOMe 


2-imidazolyl 


s 


n-pentyl 


OCOOMe 


4-imidazolyl 


s 


n-pentyl 


OCOOMe 


2-oxazolyl 


s 


n-pentyl 


OCOOMe 


4-oxazolyl 


s 


n-pentyl 


OCOOMe 


5-oxa2olyl 


s 


n-pentyl 


OCOOMe 


2-thiazolyi 


s 


n-pentyl 


OCOOMe 


4-thiazolyl 


s 


n-pentyl 


OCOOMe 


5-thiazolyl 


s 


n-pentyl 


OCOOMe 


2-pyrimidinyl 


s 


n-pentyl 


OCOOMe 


4-pyrimidinyl 


s 


n-pentyl 


OCOOMe 


5-pyrimidinyl 


s 


n-pentyl 


OCOOMe 


2-indoiyl 


s 


n-pentyl 


OCOOMe 


3-indolyl 


s 


n-pentyl 


OCOOMe 


5-indolyl 


s 


n-pentyl 


OCOOMe 


6-indolyl 


s 


n-pentyl 


OCOOMe 


S-benzimidazolyl 


s 


n-pentyl 


OCOOMe 


2-benzofuryl 


s 


n-pentyl 


OCOOMe 


3-indazolyl 


s 


n-pentyl 


OCOOMe 


2-benzoxazolyl 


s 


n-pentyl 


OCOOMe 


4-fluoro- 1 -naphthyl 


s 


n-pentyl 


OCOOMe 


5-chloro-2-thienyl 


s 


n-pentyl 


OCOOMe 


4-methyl- 1 -naphthyl 


s 


n-pentyl 


OCOOMe 


1 -methy 1-2-pyrrolyl 


s 


n-pentyl 


OCOOMe 


2-methyl-3-furyl 


s 


n-pentyl 


OCOOMe 


5-methyl-2-thienyl 


s 


n-pentyl 


OCOOMe 


4-methyl-5-imidazolyl 


s 


n-pentyl 


OCOOMe 


l-methyl-3-indolyl 


s 


n-pentyl 


OCOOMe 


2-methoxy- 1 -naphthyl 


s 


n-pentyl 


OCOOMe 


3 -methoxy-2 -naphthyl 


s 


n-pentyl 


OCOOMe 


6-ethoxy-2-naphthyl 


s 


n-pentyl 


OCOOMe 


5-methoxy-3-indolyl 


s 


n-pentyl 


OCOOMe 


1 ,4-dimethoxy-2-naphthyl 


s 


n-pentyl 


OCOOMe 


5,6-dimethoxy-2-indolyl 


s 


n-pentyl 


OCOOMe 


5-methoxy-l -methy 1-2-indolyl 



107 



wo 02/085905 PCT/JP02/03727 



V 
A 


K 


n2 
K 


vr 
Y 


Q 

O 


n-peniyi 


UCUUJbt • 


i-napntnyi 


Q 


n-pentyl 




z-napntnyi 


o 
o 


n-pentyl 


UCOOEt 


2-pyrrolyl 


Lb 


n-pentyl 


UCOOEt 


3-pyrrolyl 


o 


n-pentyl 


OCOOEt 


2-furyl 


S 


n-pentyl 


OCOOEt 


3-iuryl 


S 


n-pentyl 


OCOOEt 


2-thienyl 


S 


n-pentyl 


OCOOEt 


3-thienyl 


s 


n-pentyl 


OCOOEt 


3-pyrazolyl 


s 


n-pentyl 


OCOOEt 


4-pyrazolyl 


s 


n-pentyl 


OCOOEt 


2-imidazolyl 


s 


n-pentyl 


OCOOEt 


4-imidazolyl 


s 


n-pentyl 


OCOOEt 


2-oxazolyl 


s 


n-pentyl 


OCOOEt 


4-oxazolyl 


s 


n-pentyl 


OCOOEt 


5-oxazolyl 


s 


n-pentyl 


OCOOEt 


2-thiazolyl 


s 


n-pentyl 


OCOOEt 


4-thiazolyl 


s 


n-pentyl 


OCOOEt 


5-thiazolyl 


s 


n-pentyl 


OCOOEt 


2-pyrimidmyl 


s 


n-pentyl 


OCOOEt 


4-pyruniainyl 


s 


n-pentyl 


OCOOEt 


5-pyrimidinyl 


s 


n-pentyl 


OCOOEt 


2-indolyl 


s 


n-pentyl 


OCOOEt 


n ■ 111 

3-mdolyl 


s 


n-pentyl 


OCOOEt 


5-indolyl 


s 


n-pentyl 


OCOOEt 


^ * 111 

o-mdolyl 


s 


n-pentyl 


OCOOEt 


5 -benzimidazolyl 


s 


n-pentyl 


OCOOEt 


^ 1 o 1 

2-benzofuryl 


s 


n-pentyl 


OCOOEt 


3-mdazoiyl 


s 


n-pentyl 


OCOOEt 


A 1 11 

2-benzoxazolyl 


CI 

s 


n-pentyl 


✓"V rf— 1 y^ 

OCOOEt 


4-fluoro- 1 -naphthy 1 


s 


n-pentyl 


OCOOEt 


^ _ i_ 1 _ A « i_ • _i 

5-cnloro-2-tnienyl 


s 


n-pentyl 


OCOOEt 


4-metny 1- 1 -naphtnyl 


s 


n-pentyl 


OCOOEt 


1 -methyl -2-pyrrolyl 


s 


n-pentyl 


OCOOEt 


2 -methyl -3 -fury 1 


o 


n-peniyi 


OPOOFf 


j-mcinyi-z-tnicnyi 


s 


n-pentyl 


OCOOEt 


4-methyl-5-iniidazolyl 


s 


n-pentyl 


OCOOEt 


l-methyl-3-mdolyl 


s 


n-pentyl 


OCOOEt 


2-methoxy- 1 -naphthyl 


s 


n-pentyl 


OCOOEt 


3-methoxy-2-naphthyl 


s 


n-pentyl 


OCOOEt 


6-ethoxy-2-naphthyl 


s 


n-pentyl 


OCOOEt 


5-ni ethoxy-3 -indoly 1 


s 


n-pentyl 


OCOOEt 


1 ,4-dimethoxy-2 -naphthyl 


s 


n-pentyl 


OCOOEt 


5,6-dimethoxy-2-indolyl 


s 


n-pentyl 


OCOOEt 


5-methoxy- 1 -methy 1-2-indolyl 



108 



wo 02/085905 



PCT/JP02/03727 



X 


R» 




Y 


NH 


2-methoxyethyl 


OH 


1-naphthyl 


NH 


2-methoxyethyl 


OH 


2-naphthyl 


NH 


2-methoxyethyl 


OH 


2-pyrrolyl 


NH 


2-niethoxyethyl 


OH 


3-pyrrolyl 


m. 


2-inethoxyethyl 


OH 


2-furyJ 


NH 


2-niethoxyethyl 


OH 


3-furyl 


NH 


2-inethoxyethyl 


OH 


2-thienyl 


NH 


2-methoxyethyl 


OH 


3-thienyl 


NH 


2-niethoxyethyl 


OH 


3-pyrazolyI 


NH 


2-inethoxyetliyl 


OH 


4-pyrazolyl 


NH 


2-methoxyethyl 


OH 


2-imidazolyI 


NH 


2-methoxyethyl 


OH 


4-imidazolyl 


NH 


2-methoxyethyl 


OH 


2-oxazolyl 


NH 


2-methoxyethyl 


OH 


4-oxazolyl 


NH 


2-methoxyethyl 


OH 


5-oxazolyl 


NH 


2-methoxyethyI 


OH 


2-thiazolyl 


NH 


2-methoxyethyl 


OH 


4-thiazolyl 


NH 


2-methoxyethyl 


OH 


5-thiazolyl 


NH 


2-methoxyethy] 


OH 


2-pyrimidinyl 


NH 


2-methoxyethyl 


OH 


4-pyrimidmyl 


NH 


2-methoxyethyl 


OH 


5-pyrimidinyl 


NH 


2-methoxyethyl 


OH 


2-mdolyl 


NH 


2-methoxyethyl 


OH 


3-indolyl 


NH 


2-methoxyethyl 


OH 


5-indolyl 


• NH 


2-methoxyethyl 


OH 


6-indolyl 


NH 


2-methoxyethyl 


OH 


5-benzimidazolyl 


NH 


2-methoxyethyl 


OH 


2-benzofuryl 


NH 


2-methoxyethyl 


OH 


3-indazolyl 


NH 


2-methoxyethyl 


OH 


2-benzoxazolyl 


NH 


2-methoxyethyl 


OH 


4-fluoro- 1 -naphthyl 


NH 


2-methoxyethyl 


OH 


5-chloro-2-thienyl 


NH 


2-methoxyethyl 


OH 


4-methyl- 1 -naphthyl 


NH 


2-methoxyethyl 


OH 


1 -methyl-2-pyrrolyl 


NH 


2-methoxyethyl 


OH 


2-methyl-3-furyl 


NH 


2-methoxyethyl 


OH 


5-methyl-2-thienyl 


NH 


2-methoxyethyl 


OH 


4-methyI-5-imidazolyl 


NH 


2-methoxyethyl 


OH 


l-methyl-3-indolyl 


NH 


2-methoxyethyl 


OH 


2-methoxy- 1 -naphthyl 


NH 


2-methoxyethyl 


OH 


3-methoxy-2-naphthyl 


NH 


2-methoxyethyl 


OH 


6-ethoxy-2-naphthyl 


NH 


2-methoxyethyl 


OH 


5-methoxy-3 -indoly 1 


NH 


2-methoxyethyl 


OH 


1 ,4-dimethoxy-2-naphthy 1 


NH 


2-raethoxyethyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


2-methoxyethyl 


OH 


5-methoxy-l -methyl-2-indolyl 



109 



wo 02/085905 PCT/JP02/03727 



X 






Y 


NH 


3-methoxypropyi 


OH 


1-naphthyl 


NH 


3-methoxypropyl 


OH 


2-naphthyl 


NH 


3-inethoxypropyl 


OH 


2-pyrrolyl 


NH 


3-methoxypropyl 


OH 


3-pyrroIyl 


NH 


3 -methoxypr opyl 


OH 


2-furyl 


NH 


3-methoxypropyl 


OH 


3-furyI 


NH 


3 -methoxy propyl 


OH 


2-thienyl 


NH 


3-methoxypropyl 


OH 


3-thienyl 


NH 


3-methoxypropyl 


OH 


3-pyrazolyl 


NH 


3-methoxypropyl 


OH 


4-pyrazolyl 


NH 


3-methoxypropyl 


OH 


2-imidazolyl 


NH 


3-methoxypropyl 


OH 


4-imidazolyl 


NH 


3-methoxypropyl 


OH 


2-oxazolyl 


NH 


3-methoxypropyl 


OH 


4-oxazoiyl 


NH 


3-methoxypropyl 


OH 


5-oxazolyl 


NH 


3-methoxypropyl 


OH 


2-thiazolyl 


NH 


3 -methoxy propyl 


OH 


4-thiazolyl 


NH 


3-methoxypropyl 


OH 


5-thiazolyl 


NH 


3-methoxypropyl 


OH 


2-pyrimidinyl 


NH 


3-methoxypropyl 


OH 


4-pyrimidinyI 


NH 


3-methoxypropyl 


OH 


5-pyrimidinyl 


NH 


3-methoxypropyI 


OH 


2-indolyI 


NH 


3-methoxypropyl 


OH 


3-indolyl 


NH 


3-methoxypropyi 


OH 


5-indolyl 


NH 


3 -methoxypropy 1 


OH 


6-indolyl 


NH 


3-methoxypropyl 


OH 


5-benzimidazolyl 


NH 


3 -methoxypropyl 


OH 


2-benzofuryl 


NH 


3 -methoxypropyl 


OH 


3-iBdazolyl 


NH 


3-methoxypropyl 


OH 


2-ben20xazolyi 


NH 


3-methoxypropyl 


OH 


4-fluoro-l -naphthyl 


NH 


3-methoxypropyl 


OH 


5-chloro-2-thienyl 


NH 


3-methoxypropyl 


OH 


4-methy 1- 1 -naphthyl 


NH 


3-methoxypropyl 


OH 


l-methyl-2-pyrrolyl 


NH 


3-methoxypropyl 


OH 


2-methy 1-3 -fury 1 


NH 


3 -methoxypropyl 


OH 


5-methyl-2-thienyl 


NH 


3-methoxypropyl 


OH 


4-methyl-5-imidazolyl 


NH 


3-methoxypropyl 


OH 


1 -methyl-3-indolyl 


NH 


3-methoxypropyl 


OH 


2-methoxy-l -naphthyl 


NH 


3-methoxypropyl 


OH 


3-methoxy-2-naphthyl 


NH 


3-methoxypropyl 


OH 


6-ethoxy-2-naphthyl 


NH 


3-methoxypropyl 


OH 


5-methoxy-3-indolyl 


NH 


3-methoxypropyl 


OH 


l,4-dimethoxy-2-naphthyl 


NH 


3-methoxypropyl 


OH 


5,6-dimethoxy-2-indolyl 


NH 


3-methoxypropyl 


OH 


5-methoxy- l-methyl-2-mdolyl 



no 



wo 02/085905 PCT/JP02/03727 



X 


R} 




Y 


0 


2-methoxyethyl 


OH 


1-naphthyl 


0 


2-methoxyethyl 


OH 


2-naphthyl 


0 


2-inethoxyethyl 


OH 


2-pyrrolyl 


0 


2-methoxyethyI 


OH 


3-pyrrolyl 


0 


2-methoxyethyl 


OH 


2-furyl 


o 


2-methoxyethyl 


OH 


3-furyl 


0 


2-methoxyethyl 


OH 


2-thienyl 


0 


2-methoxyethyl 


OH 


3-thienyl 


0 


2-methoxyethyl 


OH 


3-pyrazolyl 


0 


2-methoxyethyl 


OH 


4-pyrazolyl 


0 


2-methoxyethyl 


OH 


2-imidazolyl 


o 


2-methoxyethyl 


OH 


4-imida2olyl 


o 


2-methoxyethyl 


OH 


2-oxazolyl 


o 


2-methoxyethyl 


OH 


4-oxazolyl 


0 


2-methoxyethyl 


OH 


5-oxazolyl 


0 


2-methoxyethyl 


OH 


2-thiazoIyl 


0 


2-methoxyethyl 


OH 


4-thiazolyl 


0 


2-methoxyethyl 


OH 


5-thiazolyl 


0 


2-methoxyethyl 


OH 


2-pyrimidiiiyJ 


0 


2-methoxyethyl 


OH 


4-pyrimidinyl 


0 


2-methoxyethyl 


OH 


5-pyrimidinyl 


0 


2-methoxyethyl 


OH 


2-indolyl 


0 


2-methoxyethyI 


OH 


S-indolyl 


0 


2-methoxyethyl 


OH 


5-indolyl 


o 


2-methoxyethyl 


OH 


6-indoIyl 


o 


2-methoxyethyl 


OH 


5-benzimidazolyl 


0 


2-methoxyethyi 


OH 


2-benzofuryl 


0 


2-methoxyethyl 


OH 


3-indazolyl 


o 


2-methoxyethyl 


OH 


2-benzoxazolyl 


o 


2-methoxyethyl 


OH 


4-fluoro- 1 -naphthy 1 


0 


2-methoxyethyl 


OH 


5-chloro-2-thienyl 


0 


2-methoxyethyl 


OH 


4-methyl- 1 -naphthy 1 


0 


2-methoxyethyl 


OH 


1 -methyl-2-pyiTolyl 


0 


2-methoxyethyl 


OH 


2-methyl-3-furyl 


0 


2-methoxyethyl 


OH 


5"methyl-2-thienyl 


0 


2-methoxyethyl 


OH 


4-methy 1-5 -imidazoly 1 


0 


2-raethoxyethyl 


OH 


l-methyl-3-indolyl 


0 


2-methoxyethyI 


OH 


2-methoxy- 1 -naphthy 1 


o 


2-methoxyethyl 


OH 


3-methoxy-2-naphthyl 


o 


2-methoxyethyl 


OH 


6-ethoxy-2-naphthyl 


o 


2-methoxyethyl 


OH 


5-methoxy-3 -indoly 1 


0 


2-methoxyethyl 


• OH 


1 ,4-dimethoxy-2-naphthyl 


0 


2-methoxyethyl 


OH 


5,6-dimethoxy-2-indolyl 


0 


2-methoxyethyl 


OH 


5-methoxy-l-methyl-2-indolyl 



111 



wo 02/085905 



PCT/JP02/03727 



X 


R* 




y 


0 


3 -methoxypropy 1 


OH 


1-naphthyl 


0 


3-methoxypropyl 


OH 


2-naphthyl 


0 


3-methoxypropyl 


OH 


2-pyrrolyI 


0 


3-methoxypropyl 


OH 


3-pyrrolyl 


0 


3-methoxypropyl 


OH 


2-furyl 


0 


3-methoxypropyl 


OH 


3-fiiryI 


0 


3-methoxypropyl 


OH 


2-thienyl 


o 


3-methoxypropyl 


OH 


3-thienyl 


0 


3-methoxypropyl 


OH 


3-pyrazolyl 


0 


3-methoxypropyl 


OH 


4-pyra2olyl 


0 


3-methoxypropyl 


OH 


2-imida2olyl 


0 


3-methoxypropyl 


OH 


4-imidazolyl 


0 


3-methoxypropyl 


OH 


2-oxazoIyl 


o 


3 -methoxypropy 1 


OH 


4-oxazolyl 


0 


3-methoxypropyl 


OH 


5-oxazolyl 


0 


3 -methoxypropy! 


OH 


2-thiazolyl 


0 


3 -methoxypropy 1 


OH 


4-thia2olyl 


o 


3-methoxypropyl 


OH 


5-thiazolyl 


o 


3 -methoxypropy] 


OH 


2-pyrimidinyl 


o 


3-methoxypropyl 


OH 


4-pyrmiidmyl 


0 


3-methoxypropyl 


OH 


5-pyrunidmyl 


0 


3-methoxypropyl 


OH 


2-indolyl 


0 


3 -methoxypropy 1 


OH 


3-indolyl 


o 


3 -raethoxypropyl 


OH 


5-indolyl 


0 


3-methoxypropyl 


OH 


6-indolyl 


o 


3 -methoxypropy 1 


OH 


5-benzimidazolyl 


o 


3 -methoxypropy 1 


OH 


2-benzofuryl 


o 


3-methoxypropyl 


OH 


3-indazolyl 


o 


3 -methoxypropyl 


OH 


2-benzoxazolyl 


0 


3 -methoxypropyl 


OH 


4-fluoro- 1 -naphthyl 


o 


3 -methoxypropyl 


OH 


5-chloro-2-thienyl 


0 


3-methoxypropyl 


OH 


4-methyl- 1 -naphthyl 


0 


3 -methoxypropyl 


OH 


1 -methyl-2-pyrrolyl 


o 


3 -methoxypropyl 


OH 


2-methyl-3-furyl 


0 


3 -methoxypropyl 


OH 


5-methyl-2-thienyl 


0 


3 -methoxypropyl 


OH 


4-methyl-5-imidazolyl 


0 


3 -methoxypropyl 


OH 


1 -methy 1-3 -mdoly 1 


o 


3 -methoxypropyl 


OH 


2-methoxy-l -naphthyl 


0 


3 -methoxypropyl 


OH 


3-methoxy-2-naphthyI 


0 


3-methoxypropyl 


OH 


6-ethoxy-2-naphthyI 


0 


3-methoxypropyl 


OH 


5-methoxy-3-indolyl 


0 


3 -methoxypropyl 


OH 


1 ,4-dimethoxy-2 -naphthyl 


0 


3 -methoxypropyl 


OH 


5,6-dimethoxy-2-iiidolyl 


0 


3 -methoxypropyl 


OH 


5-methoxy- 1 -methy 1-2-indolyl 



112 



wo 02/085905 



PCT/JP02/03727 



X 






Y 


s 


2-methoxyethyl 


OH 


1-naphthyl 


s 


2-methoxyethyl 


OH 


2-naphthyl 


s 


2-methoxyethyl 


OH 


2-pyrrolyl 


s 


2-methoxyethyl 


OH 


3-pyrrolyl 


s 


2-inethoxyethyl 


OH 


2-furyl 


s 


2-inethoxyethyl 


OH 


3-furyl 


s 


2-methoxyethyl 


OH 


2-thienyl 


s 


2-methoxyethyl 


OH 


3-thienyl 


s 


2-methoxyethyl 


OH 


3-pyrazolyl 


s 


2-methoxyethyl 


OH 


4-pyrazolyI 


s 


2-methoxyethyl 


OH 


2-imidazolyl 


s 


2-methoxyethyl 


OH 


4-imidazolyl 


s 


2-methoxyethyl 


OH 


2-oxazolyl 


s 


2-methoxyethyl 


OH 


4-oxazolyl 


s 


2-inethoxy ethyl 


OH 


5-oxazolyl 


s 


2-methoxyethyl 


OH 


2-thiazolyl 


s 


2-methoxyethyl 


OH 


4-thiazolyl 


s 


2-methoxyethyl 


OH 


5-thiazolyl 


s 


2-methoxyethyl 


OH 


2-pyrimidinyl 


s 


2-methoxyethyl 


OH 


4-pyrimidinyl 


s 


2-methoxyethyl 


OH 


5-pyrimidinyl 


s 


2-methoxyethyl 


OH 


2-indolyl 


s 


2-methoxyethyl 


OH 


3-indolyl 


s 


2-methoxyethyl 


OH 


5-indolyl 


s 


2-methoxyethyl 


OH 


6-indolyl 


s 


2-methoxyethyl 


OH 


5-benzimidazolyl 


s 


2-methoxyethyl 


OH 


2-benzofuryl 


s 


2-methoxyethyl 


OH 


3-mdazolyl 


s 


2-methoxyethyl 


OH 


2-benzoxazolyl 


s 


2-methoxyethyl 


OH 


4-fluoro- 1 -naphthyl 


s 


2-methoxyethyl 


OH 


5-chloro-2-thienyI 


s 


2-methoxyethyl 


OH 


4-methy 1- 1 -naphthyl 


s 


2-methoxyethyl 


OH 


l-methyl-2-pyrrolyl 


• s 


2-methoxyethyl 


OH 


2-methy 1-3 -fury 1 


s 


2-methoxyethyl 


OH 


5-methyI-2-thienyl 


s 


2-methoxyethyl 


OH 


4-methyl-5-imidazolyl 


s 


2-methoxyethyl 


OH 


l-methyl-3-indolyI 


s 


2-methoxyethyl 


OH 


2-methoxy- 1 -naphthyl 


s 


2-methoxyethyl 


OH 


3-raethoxy-2-naphthyl 


s 


2-methoxyethyl 


OH 


6-ethoxy-2-naphthyl 


s 


2-methoxyethyl 


OH 


5-methoxy-3 -indoly I 


s 


2-methoxyethyl 


OH 


1 ,4-dimethoxy-2-naphthyl 


s 


2-methoxyethyI 


OH 


5,6-dimethoxy-2-indolyl 


s 


2-methoxyethyl 


OH 


5-methoxy-l-methyI-2-indoIyl 
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X 






Y 


s 


2-hydroxyethyl 


OH 


1-naphthyl 


s 


2-hydroxyethyl 


OH 


2-naphthyl 


s 


2-hydroxyethyl 


OH 


2-pyrrolyl 


s 


2-hydroxyethyl 


OH 


3-pyrrolyl 


s 


2-hydroxyethyl 


OH 


2-furyl 


s 


2-hydroxyethyl 


OH 


3-furyl 


s 


2-hydroxyethyl 


OH 


2-thienyl 


s 


2-hydroxyethyl 


OH 


3-thienyl 


s 


2-hydroxyethyl 


OH 


3-pyrazolyl 


s 


2-hydroxyethyl 


OH 


4-pyrazolyl 


s 


2-hydroxyethyl 


OH 


2-iinidazolyl 


s 


2-hydroxyethyI 


OH 


4-imidazolyl 


s 


2-hydroxyethyl 


OH 


2-oxazolyl 


s 


2-hydroxyethyl 


OH 


4-oxazolyl 


s 


2-hydroxyethyl 


OH 


5-oxazolyl 


s 


2-hydroxyethyl 


OH 


2-thiazolyl 


s 


2-hydroxyethyl 


OH 


4-thiazoIyI 


s 


2-hydroxyethyl 


OH 


5-thiazolyl 


s 


2-hydroxyethyl 


OH 


2-pyrunidmyl 


s 


2-hydroxyethyl 


OH 


4-pyrimidiiiyl 


s 


2-hydroxyethyl 


OH 


S-pyrimidinyl 


s 


2-hydroxyethyl 


OH 


2-mdolyl 


s 


2-hydroxyethyl 


OH 


3-indolyl 


s 


2-hydroxyethyl 


OH 


S-indolyl 


s 


2-hydroxyethyl 


OH 


6-indolyl 


s 


2-hydroxyethyl 


OH 


5-benzimidazolyl 


s 


2-hydroxyethyl 


OH 


2-benzofuryl 


s 


2-hydroxyethyl 


OH 


3-iiidazolyl 


s 


2-hydroxyethyl 


OH 


2-benzoxazolyl 


s 


2-hydroxyethyl 


OH 


4-fluoro- 1 -naphthyl 


s 


2-hydroxyethyl 


OH 


5 - ch 1 ore -2 -th i eny I 


s 


2-hydroxyethyl 


OH 


4-methyl- 1 -naphthyl 


s 


2-hydroxyethyl 


OH 


1 -inethyl-2-pyrroly 1 


s 


2-hydroxyethyl 


OH 


2-methyl-3-furyl 


s 


2-hydroxyethyl 


OH 


5-methyl-2-thienyl 


s 


2-hydroxyethyl 


OH 


4-methyl-5-imidazolyl 


s 


2-hydroxyethyl 


OH 


1 -inethyl-3 -indoly 1 


s 


2-hydroxyethyl 


OH 


2-methoxy- 1 -naphthyl 


s 


2-hydroxyethyl 


OH 


3-methoxy-2-naphthyl 


s 


2-hydroxyethyl 


OH 


6-ethoxy-2-naphthyl 


s 


2-hydroxyethyl 


OH 


5-methoxy-3-mdolyl 


s 


2-hydroxyethyl 


OH 


1 ,4 -diniethoxy-2 -naphthyl 


s 


2-hydroxyethyl 


OH 


5,6-dimethoxy-2-indolyI 


s 


2-hydroxyethyl 


OH 


5-methoxy-l -methyl -2-indolyl 
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*cD^-&. (I) x^-^n^it^mit-^^ (II) : 




OH 



(ID 



mmmi$i(DM^m^i^tvxT$E-'m^ aii) : 




(III) 



( 1 ) = om^^ 

^b^'tl (IV) ^Y-CH,-Hal i^^. Y\t^ (II) tmmx. Haltt/Nny >J^^^ 
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^viT\ immm^i^. -fb-^^i (v) tMjsf ^r'-nhj (vS.^. r\mmtmm 

■ 5 y t!U>?>:*5:<H(7)3MT$>^. mmtVX\trhy\i]^uyy>. 1. 4-v:t 

t^&m(D^^-r\zKjt--^^x2-mm^ (vd <i:^fig-r^o ^mhLxit± n u 
^^^^x(Dmx^o^tf)^x^^o 

^ViT, ^2-»^{^(V) tY-CHj-Hal YfiS; (II) tmmx 

-fb^ti (vii) it-tmi^i) t^mt^R^^-^itx-^^r^ctt^x^^. m 
mmuE^m\^^^^tifix^^. Ki^sumt^'ci)^ ^^m<Dmm.^i^^x omx 
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II) t:>-bU!>Ap< h^->K.h^Sii&$-frT^b^t)(viii)iLfc^fc. mmmv 

Tii^5";WbT^ilitJ:0 (IX) ^#^ili:t)T'^^, 




'fb^«^(X)«. 'fb-&tl(VII) t7KM± h'J'^A (M7j<fl:M-U'>A) 
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it^maDit. -fb^^ (IX) ^ms#ftT. RHc^j£:-r-5 7->;i/i7DU Ffe^vi 




AM. ts)vy'OK^. mB.^. ^{bTK^m:^, ^mw.. wm^. 

X;i/7i^>M^^, h;UX>7.;i/23^>^:^, ^X>^:^, ^-^jl/^ti. ^Iz-Oiti^ 
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F«gs#^j. ^mnu i^mn. ijc*. p^)-h.n. m^mmu m^^mmm. 
(om.'^(DmWMz.n<b\zu^-^ti^z.t\xti\^o 
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o m^it. umm. •:f\^^mmm. ^tc^tmTi^h^ \i^mm^^t(Dm 

nrnxm^LTcf^mm. mm. ^mm. mmn. mmM. mnm. if® 

mjiEiz}i:^\^xm:siMisb^h(DX$>^i!}K -mz. 1 a ^fc do. 001 ~100 mg/k 

g <Dmmx\ $f^L< «o. 01-10 mg/kgommx. w-mxit^m\z^nx^-^T 

5^BJiB««*J^©ffi^li®Sfi|TabS#®2 001-11823 2^0mm9- 

\zmm^n^p^^^^^-r^o 
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y37y-;K480 iiiL)(c::^-hU':7A{13. 6 g. 0.59 m\)^lBX. 90*C^T#Sb 
T^^$-&fe„ ggViT2-^nD75^:::>(4.0 g, 23.6 mmol) ^jtJP^. QBtKSPM 

(70 mL)tjR^. SO^P^IilPitjlslUfc. Iff tii bfcBI#:^lt 

##^!llT#e)nfc2-7*h^^^77^-> (2. 60 g. 12. 5 mmol) 0DMF^IS(125 mL 
)\z. ^i^;^3U^A(2. 85 g, 20. 6 mmol) <i:2-i:7nu-5-i^Pnp<5^;i/t:Ui?> (3 

.33 g. 20.6 mmoD^JPA. %^'t,X2.mmtmMWhtzo K)^w.^m&^m\^rc 

TKdOO iiiL)*iPAlN:^mT4>fPb. Wffi 
ib^^^l/XlOO fflU ^}^T^=^1J->(150 mL) ^JPx.> llfiilL;^ 

^ JS:^1- ^^:<i:(cj;0 2-yh^ '>-9- (6-^^ □ □ -3- H U ^ 7 > 
^#75:(iRS: 3.12 g) o B^^:^- h U A (3. 05 g. 37.2 mmol) <!i2-y h^i^-9- (6 

-i^DP-3-tfu>';i/p<5^;H7x->(3. 1 g. 9.31 mQ\) ^Mxrdmk^m^{n 

6 inDlc. mMrT:^m(\.n mL. 37.5 mmol) <&iP^. 4BtrBmjS$-a-;/c:o SJS^^^ 
te@*bfc^, @^IC7K(200 iiiL) ^JDA. ^i^T5N7Km<b:^ h'J»:7A-e4'?Pb 

fee m\^tcm^^m.^vfz.'^. ffi^^^^^y-;nc:TS^^bfe„ 40*0^15 

^F^mJE^i^bX. e'fe*»*;^^Hi:bT^SB{b-&«i3^2. 38 zmtcmM: m) . 
##M3l2-2> ^ '>-9- (6-^ P □ -3- b° U y ^ 5^ Jl/) -8- ^ h 4^ V 7 > 
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;i/)7xr:>(2. 2g. 5. 34 mmoD^iD;^. 3. STOJPftMLfe. SfS^^MM 

^MtcTKdoo DiL) ^i)D^)K?&T. mumr"^mLrco ^iiiLrcmi^^m.m 

feU^^^^tbTm^b^tl^l. 26 g#>t(M: 65.0Ji;)o 
##^J4: 2-:/h^->-9-(6-;< h^->-3-tf' J >?;l/^^;P) 7xn> 

p^iS^/— ;K18 mL){C:^^•J^7A415 mg. 18. 0 mmol) SJP^^^^-frTt^. 2- 
7* h^v-g- (6-i^ □ D-S-H U -JJV^^JV) 79-=-y (300 fflg, 0. 90 mmol) ^JD^2 
4lBfrHlJnMMbifco ^^&;^$MEEili^b. ^S{C7K(30 mL) ^JP^, ^iKJ^rT. it 

h^yy^-X^mmV{mi\::^'^U>:?^^y-)U 50:1), ^Ifi-fb^t/^HS iiig# 
;fc(iR^: 50«)o 

:t-hi7 1^-^(200 mL) lc:2-^^DPT7^->(6. O g. 35.4 miol) <h:/5^;|/7^ 

>(30fflL)^jn;^, 130*0 TisoB^Fsm/iS^ii-;^. K!t^m^mj£m^}&Ltcm. mm 

#bT, M^felJ^*@#.i:UTMib^i^^2.08 gttfclW: 30«)o 

1 : 2- >^ h ^ '>-9- (6-^ □ □ -3- ti U -8- h F P 4^ -> 7 > 

m^mao mu izm^msm^ntcit^i^ n. 2d g. 3.47 budod^jd^. 

■e2i^WSj5&$-&fco RJtN^S&MJEMb/t^, ?lSfC7j<(i30 iL) stin^TkJ^T 

tcJ;Dafel»*^B^tbTM<b^tl^l. 20 g#fe(W: 99X)c 
'H NMR (DMSO-de) a 10. 14 (IH, brs). 8.40 (IH. d. J = 2.4 Hz). 7.76 (IH. d 
d. J = 2. 4, 8. 4 Hz). 7.49 (IH. d, J = 8. 4 Hz). 6.55 {2H. brs). 4.91 (2H, 
s). 4.14 {2H. t. J = 6.5 Hz). 1.67-1. 57 (2H. m). 1. 44-1.30 (2H. m). 0. 9 
0 (3H, t. J = 7. 3 Hz) . 

^mm2: 2-:/h4^'>-8-b: FP^x-9-(6-^ h^v-3-b°U v;i//5";i/) 7x-> 
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'HNMR (DMSO-dfi) 6 10. 09 (IH. brs). 8.16 (IH. d. J = 2. 4 Hz). 7.65 (IH. d 
d, J = 2. 4. 8.4 Hz). 6.78 (IH. d. J = 8. 4 Hz). 6.49 (2H. brs). 4.80 (2H. 
s). 4.15 (2H. t, J = 6.6 Hz), 3.81 (3H, s). 1.66-1.58 (2H. nO. 1.42-1.3 
4 (2H, m), 0. 91 {3H. t. J = 7. 3 Hz). 

mmmi: 2-7>^'>-9-(6-Xh^'>-3-b!U>^j|/7^5^Jl/)-8-h Hp:^->Tx~> 

'HNMR (DMSO-dg) (5 10. 06 (IH. brs). 8.14 (IH, d. J = 2. 4 Hz). 7.64 (IH. d 
d, J = 2. 4, 8.6 Hz). 6.75 (IH. d. J = 8. 6 Hz), 6.48 (2H. brs). 4.80 (2H. 
s), 4.26 (2H. a. J = 7.2 Hz). 4.15 (2H, t. J = 6. 6 Hz), 1.68-1.58 (2H. 
i). 1.42-1.34 (2H, m), 1.28 (3H. t, J = 7. 2 Hz). 0.91 (3H. t. J = 7. 3 Hz 
). 

mmmi: 2-y l-^'>-9-(6-n-7>^'>-3-fcf U>^;i/p<5^;M-8-ti ]^a^z^7'f:=. 



'HNMR (DMSO-dg) (5 10. 25 (IH. brs). 8.13 (IH. d. J = 1.9 Hz). 7.63 (IH. d 
d. J = 1.9. 8. 4 Hz). 6.75 (la d. J = 8. 4 Hz), 6.53 (2H. brs). 4.79 (2H. 
s). 4.23-4.12 (4H. m). 1.68-1.60 (4H. m). 1.42-1.34 (4H. m). 0.94-0.88 
(6H. i). 

mmm^: 2-y h^'>-9- (2-^ □ □-3-tiU ':^;p/5^;i/)-8-h h n^i^7y^-y 

'HNMR (DMSO-de) (5 10. 15 (IH. brs). 8.36-8.33 (IH. m), 7.52-7.50 (IH. m). 
7.41-7.36 (IH. m). 6.53 (2H. brs). 4.94 (2H. s). 4.07 (2H. t. J = 6. 6 H 
z), 1. 62-1. 52 (2H. m). 1.37-1. 23 (2H, i). 0.87 (3H. t, J = 7.3 Hz). 

mmm^: 2-7>^'>-8-h Hd4^'>-9-(2-^ h^'>-3-h°U $^;1//5";MT5^-> 

'HNMR (DMSO-de) 5 10. 06 (IH. brs). 8. 08-8.06 (IH, m). 7.21-7.19 (IH, m). 

6.93-6.88 (IH. m). 6.47 (2H. brs). 4.80 (2H. s). 4.08 (2H. t, J = 6. 5 H 
z). 3.92 (3H. s). 1.60-1.53 (2H. m), 1.38-1.29 (2H. m). 0.87 (3H. t. J = 

7. 3 Hz) . 
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'H NMR (DMSO-dg) 6 10. 06 (IH. brs), 8.12 (IH. d, J = 1.9 Hz). 7.85 (IH. d 
. J = 1.9 Hz), 6.49 (2H, brs). 4.83 (2H. s). 4.16 (2H. t. J = 6. 6 Hz). 3 
.91 {3H. s). 1.66-1.61 (2H, m), 1.42-1.34 (2H. m). 0.91 (3H. t. J = 7. 3 

Hz). 

mmmi: 2-7>^'>-8-h Fa4^->-9-(3-b!U>^;l^^5^;HT7^:n> 

2-iJ7DD7x-> (520ing. 3mol) (Omm^ (30ml) iz. (1.1 
g, 8mo1) t.Z-i;uu:^^)\'\i^)-jy -mm.^ (660mg. Smmol) ^^iPx.. SOtDT 

^;ittC.k0 2-i^no-9-{3-tfUi^;Pp^5^;i^)7x::i>S:#7t (iRS : 759mg) . 
Zfd'y-)V (SOffll) tC:M-'J':/A (750Dig. SOmmol) ^MX. 90*C^T#iabT 
^^^ii-fc» MViT2-i> □a-9-{3-t!U i^;!/^?';)/) 7x::i> (430mg. 1. Smrnol 

HSbifeo BS'vMaOml^HD^T^^^iirfc^^ (660mg. 5. Smmol) ^JP^ 
. ^iaT-:g:^R;&$-&fco ^«^MJEg*b7t^, m^^i^^JJj^'J]/:ti^A 
^ u-^ h if y y 4 -xmmiy {mt^^uy 10:1) , 8-yn^-2- 
:/h^v'-9-(3-lfU>^;i/^5^;WTx->^310mg#;to 5I#lgE^. ##^RI3]S^2>' 

'H NMR (DMSO-de) S 10. 22 (IH, brs), 8.56 (Ifl. d, J = 1.9 Hz). 8.49-8.47 ( 
IH. m). 7.71-7.67 (IH, m). 7.38-7.33 (IH. m). 6.54 (2H, brs). 4.90 (2H. 
s). 4.14 (2H, t. J = 6. 6 Hz). 1.65-1.57 (2H. m). 1.41-1.33 (2H. m). 0.90 

(3H. t. J = 7. 3 Hz) . 
IIM^J9: 2-:/h^>-8-b H D^y-9-(4-b°U v;i/p^5^Jl/) > 

^ti&-r§m^#iM*fflViT^iSf!iiti^«if-UTM'fb^ti<&#fco 

'H NMR (DMSO-dg) 6 10. 20 (IH. brs). 8.70-8.68 (2H, m). 7.29-7.27 (2H. m). 
6.48 (2H. brs). 4.92 (2H. s). 4.16 (2H. t. J = 6.6 Hz). 1.63-1.55 (2H. 
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m), 1.40-1.32 {2H. m), 0.89 (3H. t. J = 7. 3 Hz). 

mmmiO: 2-:/h^'>-9-(bf^>?>-2-f ;i^p^9^;U)-8-/ h^'>7xr:> 

'H NM (DMSO-de) (5 10. 02 (IH. brs). 8.66 (IH. s) , 8.56-8.53 (2H, m). 6.48 
(2H. brs). 5.05 (2H. s), 4.06 (2ft t. J = 6. 6 Hz), 1.59-1.51 (2H, m). 1 
.37-1.29 (2H. m). 0.87 (3H. t. J = 7. 3 Hz) . 

mmmU: 2-:/h4^'>-9-(5. &-y^nn-i-\dVi^JVyi-^M-8-ii HD^vT^ 

pmntmmzhx%^nrc 2-11-7' h^v-8-yp^r-9- (5. Q-i>i^uu-^-\d 

Ui^;i'/5';i^)-8-k Fn^vTx:i>'(150 mg, 0.34 mmolXD ^ ^ / ~ )V (4 mL) 

Mmm\zmmmu mD^ip^. 70'CT9B#PBmjs^-ti:fco ^jtsm^mmmmvfc 

*}^T. ^atlC7j<(30 mD^M^. INTKmifc:^- h 'J A7jc^lKTtf fp Lfeo 
mhmit}^^U>:y^^ y-J\^ 25:1), Sfii^^i^^i bT^Ejb^%^45 mg 

#fe(iR*: 35a;). 

'H NMR (DMSO-de) 5 10. 16 (1ft brs). 8.36 (1ft d. J = 1.9 Hz). 8.06 (1ft d 
. J = 1.9 Hz), 6.52 (2ft brs), 4.93 (2ft s), 4.13 (2ft t, J = 6.6 Hz). 1 
.64-1.58 (2ft m), 1.40-1.32 (2ft m), 0.90 (3ft t. J = 7. 3 Hz). 

'H NMR (DMSO-de) 6 10. 12 (1ft brs). 7.66 (1ft d. J = 8.4 Hz). 7.52 (1ft d 
. J = 8. 4 Hz). 6.52 (2ft brs). 4.92 (2ft s). 4.08 (2ft t. J = 6. 6Hz). 1 
.60-1.52 (2ft m). 1.37-1.29 (2ft m). 0.88 (3ft t, J = 7.4 Hz). 
^ MM 13 : 2- >^ h ^ y-9- (6- If^ U J -3- tf 'J ^ -8- h H a ^ 7 5=" 

k-^U>^>(3 inL)fc^JSfyiT#e)n§'fb-D-#l(100 mg. 0. 29 mmol) ^JJD;1, 90 
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'H NMR (DMSO-ds) 5 9. 79 (IH. brs), 8.09 (IH, d. J = 2. 4 Hz). 7.47 (IH. dd 
, J = 2. 4, 8. 6 Hz) . 6. 75 (IH. d, J = 8. 6 Hz) . 6. 44 (2H, brs) . 4. 70 (2H. 
s). 4.17 (2H, t, J = 6.5 Hz). 3.48-3.44 (4H. m). 1.67-1.35 (lOH. m). 0.9 
2 (3H. t. J = 7. 3 Hz) . 

mmmU: l-rf h ^>-9- (6- (l-h° □ U -3-b° U -8-ti H D ^ 

'H NMR (DMSO-dg) d 10. 03 (IH. brs). 8.07 (IH, d. J = 2. 4 Hz), 7.46 (IH. d 
d. J = 2.4, 8.6 Hz), 6.45 (2H, brs). 6.37 (IH. d, J = 8. 6 Hz). 4.69 (2H. 
s). 4.16 (2H, t. J = 6. 6 Hz), 3.33-3.29 (4H. m). 1.93-1.88 (4H. m). 1.6 
7-1. 59 (2H. m) , 1. 43-1. 35 (2H. m) . 0. 92 (3H. t. J = 7. 3 Hz) . 

HISMIS: 2-y h4^v-9-(6-^;i/7|Ni; y-3-b°U i/Jl/p^ 5^;i/) -8-b Fa^'>77^ 

'H NMR (DMSO-de) 5 10. 01 (IH, brs), 8.14 (IH, d, J = 2.4 Hz). 7.53 (IH. d 
d. J = 2.4. 8.6 Hz). 6.78 (IH. d. J = 8. 6 Hz).. 6.45 (2H. brs). 4.73 (2H. 
s) . 4. 16 (2H. t. J = 6. 6 Hz) , 3. 66 (4H. t. J = 4. 9 Hz) . 3. 38 (4H. t. J 
= 4. 9 Hz). 1.67-1.61 (2H. m). 1.43-1.35 (2H. m), 0.92 (3H. t, J = 7. 3 Hz 
). ■ 

16: 2- y N 4^ '>-9- (6-y ^ 7 ^ y -3- hf 'J >?;|/ ^ ^}V) -8- h K P ^ v 

*WJiT#e>n^^b^tii40!i;i?/5^;i'75 yim^^^^^x. %%mnt.n 

'H NMR (DMSO-de) a 10. 12 (IH. brs). 8.09 (IH. d, J = 2.4 Hz), 7.48 (IH, d 
d, J = 2. 4. 8. 9 Hz) . 6. 57 (IH. d. J = 8. 9 Hz) . 6. 49 (2H. brs) . 4. 70 (2H, 
s). 4.16 (2H. t. J = 6.6 Hz), 2.97 (6H, s), 1.70-1.46 (2H, m). 1.43-1.3 
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3 (2H. m), 0.92 (3H. t, J = 7. 3 Hz). 

m^mn: 2-7'^;i^7$ y-9-(6-^aD-3-t:U -8-b Kn=^'>Tx 

'H NMR (DMSO-de) (5 10. 10 (IH. brs). 8.56 (IH. d. J = 1.9 Hz). 8.49-8.47 ( 
IH. in), 7.71-7.67 (IH. m), 7.38-7.33 (IH. m). 6.50 (2H, brs). 4.90 (2H, 
s), 4.14 (2H. t. J = 6.6 Hz). 1.67-1.57 (2H. m). 1.41-1.30 (2H. m). 0.90 

(3H. t. J = 7. 3 Hz). 
ll»J 18 : l-y'^)V 7 $ y -9- (2-^ □ □ -3- tf U -8- h H D ^ v T 5^ 

/v_ o 

'H NMR (DMSO-de) (5 9. 76 (IH, brs). 8.35-8.32 (IH. m), 7.47-7.36 (2H. m) , 
6.23 (IH. brt. J = 5. 7 Hz), 6.07 (2H, s), 4.88 (2H. s). 3.13-3.05 (2H. m 
). 1.43-1.27 (2H, m), 1.24-1.16 (2H. m). 0.82 (3H. t, J = 7.3 Hz). 

m^mm\9: 2-7'^;]/7$ 7-8-fc Fo^->-9-(6-p< h4^'>-3-b°U 7 

'H NMR (DMSO-dg) 5 10. 07 (IH, brs). 8.17 (IH. d. J = 2. 4 Hz). 7.67 (IH, d 
d, J = 2. 4, 8. 4 Hz) . 6. 82-6. 76 (2H, m) . 6. 60 (2H, brs) , 4. 78 (2H, s) , 3. 
81 (3H, s), 3.25-3.17 (2H, m), 1.54-1.43 (2H. m),, 1.38-1.25 (2H, jn), 0. 8 
9 (3H, t. J = 7. 3 Hz) . 

Mmm2Q: 2-y^;i/7$ y-S-b Hd4^v-9-(2-1::U v;i/p<g^;i/)77'n> 

^mm^xm^n^it^m^m^^^x, ^mmn^mU(D-:^mxm$iih^m^n 

/v. o 

'H NM (DMSO-dj) <5 10. 88 (IH. s). 8.56-8.54 (IH. m). 8.05-7. 89 (3H, m). 7 
.46-7.41 (2H, m), 5.05 (3H, s). 3.19-3.14 (2H. m). 1.44-1.21 (4H. m). 0. 
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81 {3H. t. J = 7. 3 Hz). 

'H NMR (DMSO-dj) <5 9. 78 (IH, brs), 8.55 (IH. d. J = 2. 4 Hz), 8.47 (IH. dd 
. J = 1. 9. 4. 9 Hz) , 7. 68 (IH. d. J = 7. 8 Hz) . 7. 34 (IH. dd, J = 4. 9. 7. 8 
Hz). 6.21 (IH. b'rt. J = 5.5 Hz). 6.05 (2H. brs). 4. 84 {2H. s). 3.20-3.1 
2 (2H. m), 1.47-1.39 (2H. m). 1.32-1.24 (2H, m), 0.87 (3H. t. J = 7. 3 Hz 
). 

^mm22: 2-:/^Jl/7$y-8-h Ka=^y-9-(4-h°Ui^JP;><^;i/)7T^ri> 

o 

'H NMR (DMSO-dj) (5 1 1. 05 (IH. brs), 8.76 (2H. d. J = 8.7 Hz). 8.09-7.88 ( 
3H. m), 7.73 (2H. d. J = 8. 7 Hz). 5.09 (2H. s). 3.22-3.17 (2H. m). 1.47- 
1.32 (2H. m), 1.29-1.18 (2fl. m). 0.82 (3H. t, J = 7.4 Hz). 
mi^miZ: 2-:f^)l7^ y-^-(2, 6-v^ □□-3-bfU >^;i/p<5^;M -8-b Ka^-> 

O 

'H NMR (DMSO-de) 6 9. 82 (IH. brs). 7.61-7.51 (2H. m). 6.23 (IH. brt, J = 
5. 4 Hz). 6.08 (2H. s), 4.87 (2H, s), 3.12-3.05 (2H. m), 1.40-1.19 (4H. m 
) , 0. 82 (3H. t, J = 7. 3 Hz) . 

'H NMR (DMSG-dfi) (5 9. 6 1 (IH. brs). 8.10 (IH, d. J = 2. 2 Hz). 7.49 (IH. dd 
. J = 2. 2, 8.6 Hz). 6.56 (IH. d. J = 8. 6 Hz). 6.18 (IH. brt. J = 5. 7 Hz) 
, 5.97 (2H, brs). 4.65 (2H. s). 3.22-3.15 (2H. m), 2.97 (6H. s), 1.53-1. 
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42 (2H, m), 1.38-1.24 (2H. m). 0.89 {3H, t. J = 7. 3 Hz). 

MjST^ai^ifeK^ffi l^^T^WJl-iimfc LTMBBik-B-tl^fffco 
'H NMR (DMSO-dg) <5 9. 95 (IH, s), 8.42 (IH. d, J = 2. 2 Hz). 7.58 (IH. dd. 
J = 2. 2. 8.1 Hz). 7.20 (IH. d. J = 8. 1 Hz). 6.46 (2H. brs). 4.84 {2H, s) 
, 4.14 (2H, t. J = 6. 6 Hz). 2.41 (3H. s). 1.62 (2H, m), 1.37 (2H. m). 0. 
90 (3H. t. J = 7. 3 Hz) . 

II»J26: 2-:/h^'>-8-t: H a^v-g- (2-p^5^;i/-3-b° U i^JV^^^JV) 7^=l> 

'H NMR (DMSO-de) 5 10. 01 (IH. brs), 8.33 (IH. d. J = 3. 1 Hz). 7. 39 (IH. d 
. J = 6.4 Hz). 7.15 (IH. dd, J = 3. 1. 6.4 Hz). 6.49 (2H. brs), 4.88 (2H. 

s). 4.10 (2H, t, J = 6. 6 Hz). 2.59 (3H, s). 1.59 (2H. m). 1.34 (2H. m) . 

0. 88 (3H, t, J = 7. 3 Hz) . 

mmm21: 2-y5^;V7$ /-8-fc H n=<r->-9-(6-^^JI/-3-H U i^)V>^^M 

•H NMR (DMSO-dg) 5 9. 78 (IH. s). 8.42 (IH, d. J = 2. 2 Hz). 7.57 (IH. dd. 
J = 2. 2, 8.0 Hz). 7. 19 (IH. d. J = 8. 0 Hz), 6.22 (IH. t. J = 7. 1 Hz). 6. 
09 (2H, brs). 4.78 (2H. s). 3.16 {2H. m). 2.41 (3H. s). 1.44 (2H, m). 1. 
28 (2H. m). 0.87 (3H. t, J = 9. 6 Hz). 

m&miz: 1--:^ ^ )vr ^ y Fn^v-9-(2-^5^;i/-3-b°u>^;M^;i/)yx 

'H NMR (DMSO-de) 6 9. 70 (IH. s). 8.32 (IH. d. J = 3. 1 Hz). 7.37 (IH. d. J 
= 7. 7 Hz). 7.14 (IH, dd, J = 3. 1, 7. 7 Hz), 6.20 (IH, t. J = 6.4 Hz). 6. 
0 (2H. brs). 4.82 (2H, s). 3.12 (2H. m). 2.60 (3H, s). 1.39 (2H. m). 1. 2 
5 (2H. m) . 0. 84 (3H. t. J = 7. 1 Hz) . 
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ll»J29: 2-:/g^>)l/7$ y -9- {l-C^ D □-6-/f^;i^-3-tf U -8-b H □ 

'H NMR (DMSO-dg) 5 9. 74 (IH. brs). 7.33 (IH. d. J = 5.8 Hz). 7.22 (IH. d. 
J = 5. 8 Hz), 6.24 (IH, i), 6.06 (2H. brs), 4.83 (2H, s), 3.09 (2H, m). 
2. 42 (3H. s) , 1. 37 (2H, m) . 1. 25 (2H. m) . 0. 82 (3H. t, J = 5. 5 Hz) . 
ISM'Sm-. 2->^5"Jl/7$y-8-b: H o^v-g- (6-b H □^'>-3-tf U ':^;i/7^5^JW) 

'H NMR (DMSG-dg) (511. 50 (IH, brs). 9.61 (IH. brs). 7.45 (IH. dd. J = 2. 6 
. 9.5 Hz). 7.28 (IH. d. J = 2. 6 Hz). 6.28 (IH, d, J = 9. 5 Hz), 6.22 (IH. 
t. J = 6. 2 Hz). 6.00 (2H. brs). 4.53 (2H, s). 3.17 (2H. q. J =6. 2 Hz). 
1. 45 (2H. m) . 1. 30 (2H. m) , 0. 88 (3H. t. J = 7. 3 Hz) . 
IIWJ31: 8-b KP^5>-2-(2-p^ V^iy):r.V^-y-^-[l-\i\) -J}\,^^My^- 



'H NMR (DMSG-dg) d 10. 02 (IH. brs). 8.57 (IH. s). 8.48 (IH. d. J = 4. 8 Hz 

). 7.70 (IH. d. J = 6. 1 Hz). 7.36 (IH. dd, J = 4. 8. 6.1 Hz). 6.50 (2H. b 

rs) . 4. 90 (2H, s) , 4. 27 (2H, t. J = 4. 6 Hz) . 3. 59 (2H. t. J = 4. 6 Hz) . 3 
. 27 (3H. s) . 

^»j32: 8-fc:Ha^y-2-^ h^'>-9- (3-bf U v;i/^^JM 75'z:> 

'H NMR (DMSO-de) 5 10. 04 (IH. brs). 8.57 (IH. s), 8.48 (IH. d. J = 4. 8 Hz 

), 7.71 (IH. d. J = 6. 1 Hz). 7.35 (IH, dd. J = 4. 8. 6.1 Hz). 6.53 (2H, b 

rs). 4.90 (2H. s), 3.76 (3H, s). 



gli£^j33: 2-7'5^;i^7$y-8-Xh^->j3;i.7]^-;i/;t-:^'>-9-(6-^ K^'>-3-fc!U 
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^ifi^J19T#6.ni)^b-&tl(200 mg. 0.58 mmol) ®4l'fbp^5"k>^^ (15 mL) (c: 
. h^)Ji^)V7S.y{m nL, 0. 75 iDiiiol)> i^au^mJ^TJV (67 ul, 0.70m 
mol). S^p^^^^y^y tf US^XZO mg. 0. 17 mmol) ^M^JP;^^ ^fSTlSBtF^IR 

^s^-frfco K]tM\z7K^m^^mm^mii^Lrco 5x ^jL>m7mm.. lomitTK 

Ti5fe#UT««M:f hU':7AT^^L;/t^, ^jK<£MJE^*bfc. 

#fc(W: 71X)o 

'H NMR (CDCI3) 5 8.33 (IH. d, J = 1. 9 Hz). 7.75 (IH. dd. J = 1. 9. 8.4 Hz) 
, 6.15 (2H, brs), 6.67 (IH. d. J =8.4 Hz). 4.87 (2H. s) . 4.71 (IH." brt, 

J = 5.4 Hz). 4.46 (2H. q. J = 7. 1 Hz). 3.90 (3H. s). 3.41-3.34 (2H, m). 

1. 60-1.35 (7H. m). 0.96 (3H. t. J = 7.3 Hz). 
mmmU : 2-Zf^}V7 5. J -9- (6-^ P D-S- 1£ U S^Jl/^ ^;i/) -8-x h ^ S^;^ JPtK 

IIM^3J17Tlt6n^ib'&«^<i:iJ7no^'^X5^;i/<^fflViT, ll»J33^|Wimo^ 

'H NMR {CDCI3) 5 8.55 (IH. d, J = 2. 4 Hz). 7.81 (IH. dd. J = 2. 4. 8.4 Hz) 
. 7.27 (IH. d. J = 8. 4 Hz), 6. 06 (2H. brs). 4.93 (2H. s). 4.83 (IH. brt. 

J = 5. 5 Hz), 4.47 (2H. a, J = 7. 1 Hz). 3.40-3.32 (2H. m). 1.59-1.36 (7H 
, m). 0.95 (3a t. J = 7. 3 Hz). 

^M^J35: 2-y5^;i^7$y-8-f V:/a/}^^>-;^;i/4^-;i^^4^'>-9-(6-^ h^y- 

3-tf u v;p.?^g^;i/)7xx> 

'H NMR (CDCI3) 6 8.32 (IH. d. J = 2. 2 Hz). 7.74 (IH. dd, J = 2. 2. 8. 9 Hz) 
. 6.68 (IH. d, J = 8.9 Hz). 6.08 (2H. brs), 5.23-5.13 (IH. m). 4.89 (IH, 
brt. J = 5.8 Hz). 4.87 (2H. s). 3.91 (3H, s). 3. 42-3. 35- (2H. m). 1.60-1 
.52 (2H, ffl), 1.48-1.37 (8H. m) . 0.96 (3H. t. J = 7. 3 Hz) . 
^M^!i36: 2-y5^Jl^7$ y-9-(6-^^ P □-3-bf 'J ':^;l/^^;i/)-8-f VZfu-^^^z/ 
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'H NMR {CDCI3) (5 8. 55 (IH. d. J = 1. 9 Hz). 7.80 (IH. dd. J = 1. 9, 8.4 Hz) 
. 7.27 (IH, d, J = 8.4 Hz). 6.14 (2H. brs). 5.24-5.14 (IH. m). 4.96-4.92 
(3H. m), 3.40-3.33 (2H. m). 1.62-1.51 (2H. m). 1.45-1.34 (8H. m). 0.95 

4 

(3H, t, J = 7. 3 Hz). 

^M37: 2-:/h^->-8-Xh^->:^;i.7t^-;i/:^^'>-9-(6-p^ h=^i^-3-tf u>^;i/ 

'H NMR (CDClj) as. 33 (IH. d. J = 2. 4 Hz). 7.75 (IH. dd. J = 2. 4. 8.1 Hz) 
, 6.68 (IH, d. J = 8. I Hz), 6.15 (2H. brs). 4.93 (2H. s), 4.48 (2H. q. J 
= 7.1 Hz). 4.30 (2H, t, J = 6. 6 Hz). 3.90 (3H, s), 1.83-1.72 (2H, m), 1 
.53-1.43 (5H. m). 0.98 (3H. t. J = 7.3 Hz). 

glM^J38: 2-7^ h^'>-9- (6-1^ D n-3-b! U z^JV^'^JV) -8-x h=<^'>:^;|//j^-;|/ 

'H NMR (CDCI3) 6.8.56 (IH, d. J = 2. 4 Hz), 7.81 (IH, dd, J = 2.4, 8.4 Hz) 
, 7. 29 (IH, d. J = 8. 4 Hz) . 7. 28 (2H. brs) . 4. 99 (2H. s) . 4. 49 (2H. a. J 
= 7.0 Hz). 4.28 (2H, t. 1 = 6. 6 Hz), 1.81-1.71 (2H. m). 1. 52-1.43 (5H. 
m) . 0. 97 (3H. t. J = 7. 3 Hz) . 

mmmid: 2-7^ h=^'>-9-(2-^ n n-3-bf U >^;i/p^^;i/)-8-x h^^y jjJW/i^xjl/ 

•H NMR (DMSD-dj) <5 8. 37-8. 35 (IH, m), 7.73-7. 69 (IH, m). 7.41-7.37 (IH. m 
), 7.09 (2H, brs). 4.95 (2H, s). 4.39 (2H, q. J = 7. 2 Hz), 4.12 (2H, t, 
J = 6. 6 Hz), 1.61-1.53 (2H. m). 1.37-1.29 (5H. i). 0.87 (3H, t. J = 7. 3 
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Hz). 

'H NMR' (CDCI3) 6 8. 77 (IH, d. J = 2. 2Hz). 8.56-8.53 (IH. m) . 7.85-7.81 (1 
H. m) . 7. 25 (2H, brs) . 7. 24-7. 22 (IH. m) , 5. 02 (2H. s) . 4. 30 (2H. t, J = 
6.6 Hz). 4.05 (3H, s). 1.82-1. 72 (2H. m). 1.53-1.42 (2H, m). 0.97 (3H. 
t. J = 7. 3 Hz). 

mmrn^l: 2->^h^->-8-(D-^>5^;i/:t4^v);^;V4^':i;i/;t^'>-9-(3-b:'J 

/g^;i^)7x~> 

mmm^x'^Bn^it^m t^uu €mn-^ >^)v^m lix. ^mi^mtmm 

'H NMR (DMSO-dj) 6 8. 59 (IH. d. J = 1.9 Hz), 8.51-8.48 (IH. m). 7.75-7.72 
(IH. m). 7.39-7.34 (IH. m). 7.07 (2H. brs). 4.92 (2H. s). 4.32 (2H. t. 

J = 6. 6 Hz), 4.18 (2H. t. J = 6. 5 Hz). 1.71-1.61 (4H, m), 1.41-1.31 (6H, 
m). 0.93-0.85 (6H. m). 

mmmU: 2-y h^S^-S- (->^ -;i/:t^^y-9- (3-b:° 'J 

'H NMR (DMSO-dg) <5 8. 60 (IH, d. J = 1.9 Hz). 8.51-8.49 (IH, m). 7.76-7.72 
(IH. m). 7.39-7.35 (IH, 1). 7.07 (2H, brs), 4.96-4.93 (3H, m), 4.18 (2H 

. t. J = 6. 5 Hz), 1.86-1.58 (8H, m), 1.44-1.33 (6H. m). 0.91 (3H, t. J = 
7. 4 Hz) . 

mmm^Z ■. 8-(7'J;i/:^^'»;^;V^'r:jl^;t^'>-2-:/h^>-9-(3-b:'J v;]/^^ 

)V) yf-y 
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'H NMR (DMSO-dj) (5 8. 61 (IH, d. J = 1.9 Hz). 8.51-8.49 (IH. m). l.ll-l.U 

(IH. in). 7.39-7.35 (IH. m). 7.25 (IH. dd. J = 6. 5. 13.8 Hz), 7.03 (2H. 
brs). 5.06 (IH. dd, J = 1. 9, 13.8 Hz). 4.93 (2H, s). 4.86 (IH, dd. J = 1 
.9. 6. 5 Hz), 4.19 (2H. t. J = 6.6 Hz). 1.64-1.41 (2H, m). 1.39-1.33 (2H. 
m), 0.91 (3fl. t. J = 7.4 Hz). 

II»J44: 8-7'fe5^;i^:t^y-2->'>4^v-9-(6-i^aD-3-h°U 7x 

'H NMR (CDCI3) 6 8.56 (IH. d. J = 2. 4 Hz). 7.80 (IH. dd. J = 2. 4. 8.4 Hz) 
. 7.30 (IH. d. J = 8. 4 Hz), 7.28 (2H. brs). 5.00 (2H. s). 4.29 (2H. t. J 
= 6. 5 Hz). 2.72 (3H. s). 1.82-1.71 (2H, m). 1.52-1.42 (2H. m), 0.97 (3H 
. t. J = 7. 3 Hz). 

Il»!l45: Z-:fU li:t:::;i/:t=^'>-2-7>^'>-9-(6-^ □ n-3-liU -yjV^^JV) 

'H NMR (CDCI3) «5 8. 55 (IH. d. J = 2. 4 Hz) . 7. 80 (IH. dd. J = 2. 4. 8. 1 Hz) 
. 7.30 (IH. d. J = 8.1 Hz). 7.28 (2H. brs). 5.00 (2H. s). 4.29 {2H. t. J 
= 6. 5 Hz). 3.14 (2H. a, J = 7.4 Hz). 1.82-1.71 (2H. m), 1.55-1.42 (2H. 
m). 1.23 (3H. t. J = 7.3 Hz). 0.97 (3H. t. J = 7.3 Hz). 
mmmA&: 8-^>V-r;i^:t^'>-2-y h^'>-9-(6-^^;i/-3-tiU 7 

xmmt^^^ntco 

'H NMR (CDCI3) 6 8.64 (IH. d. J = 2. 4 Hz). 7.77 (2H. d. J = 7. 3 Hz). 7.69 
(IH. dd. J = 2.4. 8. 1 Hz). 7.63 (IH. t. J = 7. 3 Hz). 7.49 (2H. t. J = 7 
.3 Hz). 7.09 (IH. d. J = 8. IHz). 5.76 (2H. brs). 4.95 (2H. s). 4.34 (2H 
. t. J = 6. 6 Hz) . 2. 52 (3H. s) . 1. 78 (2H. m) . 1. 52 (2H. m) . 0. 99 (3H. t. 
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J = 7. 3 Hz) . 

'H NMR (CDCI3) (5 8.63 (IH, d. J = 2. 0 Hz). 7.74 (2H. d. J = 7. 4 Hz). 7.69 
(IH, dd. J = 2.0. 7.9 Hz). 7.61 (IH. t. J = 7. 4 Hz). 7.47 (2H. t. J = 7 
.4 Hz). 7.08 (IH. d, J = 7.9 Hz). 5.57 (2H. brs). 4.88 (2H. s), 4.84 (IH 
. t, J = 5. 9 Hz). 3.40 (2H, m), 2.52 (3H, s). 1.58 (2H. m), 1.42 (2H, m) 
. 0. 97 {3H. t. J = 7. 3 Hz) . 

^MM48: 2-:/ l-^'>-8- (4-^^;i/) ^>y-r ;P:t^'>-9- (6-^5^;P-3-b: U -J)V 

'H NMR (DMSO-dj) (5 8. 44 (IH, s), 7.73 (2H. d. J = 8.2 Hz), 7.62 (IH. d. J 

= 8.0 Hz), 7.30 {2H, d, J = 8. 2 Hz). 7.20 (IH. d. J = 8. 0 Hz). 6.84 (2H 

, brs) , 4. 84 (2H. s) . 4. 22 (2H. t. J = 6. 6 Hz) . 2. 42 (3H. s) , 2. 40 (3H, s 

). 1.66 (2H. 1). 1.41 (2H. m). 0.92 (3H. t, J = 7. 4 Hz) . 



lljiS^J49: 2-7^5^;U75 y-8- {4-?^^M ^>'/-( JV:t=¥zy-2- (6-p^^;W3-b° U 

mxmBit^m^mc, 

'H NMR (DMSO-d,) (5 8. 43 (IH. s). 7.69 (2H. d. J = 8. 2 Hz). 7.62 (IH, d. J 
= 8.0 Hz), 7.28 (2H, d. J = 8. 2 Hz), 7.19 (IH. d, J = 8. 0 Hz), 6.71 (IH 
, brs). 6.25 (2H, brs), 4.80 (2H, s), 3.22 (2H, t. J = 6. 6 Hz). 2.42 (3H 
. s) , 2. 39 (3H. s) , 1. 46 (2H. 1) , 1. 30 (2H. m) . 0. 89 (3H. t. J = 7. 4 Hz) . 
^jj^JSO : 2-^5=-;i/7$y-8-b Hn^->-9- (l-j- y ^ JV ^ ^ )V) y^-y 

fr- 
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'H NMR (DMSO-de) 5 9.79 (IH, s). 8.39-8.41 (IH. m). 7.94-7.97 (IH. m). 
7.83-7. 86 (IH. m). 7.55-7.59 (2H. m). 7. 40-7.46 (IH. m). 7.26 (IH. m). 
6.17 (IH. t. J = 5.8 Hz). 6.05 (2H. s). 5.28 (2H. s). 3.09-3.16 (2H. m), 
1.36-1.44 (2H. m). 1.21-1.29 (2H, m). 0.83 (3H. t. J = 7. 4 Hz) 

'H NMR (DMSO-dg) 5 9.69 (IH. s). 7.84-7.89 (3H. m). 7.74 (IR s) . 7.47 
-7.52 (3H, m). 6.21 (IH. t. J = 5. 8 Hz). 6.03 (2H. s). 4.97 (2H. s). 3.1 
2-3.20 (2H. m), 1.41-1.46 (2H. m). 1.22-1.31 (2H. m). 0.83 (3H. t, J = 7 
.4 Hz) 

'H NM (DMSO-dg) 6 10.21 (IH. s), 8.37-8.41 (IH. m). 7.85-7.98 (2H. m) 
. 7. 55-7. 60 (2H. m). 7.41-7.47 (IH. m). 7. 25-7.28 (IH. m). 6.52 (2H. s). 
5.34 (2H. s), 4.10 (2H. d. J = 6. 6 Hz). 1.55-1.61 (2H. m). 1.29-1.38 (2 
H. m) . 0. 87 (3H. t, J = 7. 3 Hz) 

ll%^J53 : 2--7>^'>-8-h FD4^'>-9- (2-^7^;i/p^g^;i/) yf^y 

'H NMR (DMSO-dj) 5 10.12 (IH. s), 7.87-7.90 (3H. m). 7.76 (IH. s) , 7.4 
6-7.51 (3H. m). 6.45 (2H. s). 5.02 (2H. s). 4.14 (2H. d, J = 6.6 Hz). 1. 
55-1.63 (2H. m). 1.31-1.39 (2E m). 0.88 (3H. t. J = 7. 3 Hz) 
llilM54 : 2-:/g^j|/7$ 7-8-b Fn^^'>-9- (5-:^ □ □-2-^x-;t/j?< 7 

o 

'H NMR (DMSO-dj) 5 9.85 (IH. s). 6.96 (IH. d. J = 3. 8 Hz). 6.91 (IH. d 
. J = 3. 8 Hz) . 6. 23 (IH. t. J = 5. 4 Hz) . 6. 07 (2H. s) . 4. 87 (2H. s) . 3. 1 
5-3.23 (2H. m). 1.43-1.53 (2H. m). 1.24-1. 37 {2H. i). 0.89 (3H. t. J = 7 
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3 Hz) 



M0(l27©^b^#l(2. 52 g. 7.70 waol) O ^ :^ y - JVmm m ml) (CO. 5N ^ 

(30.8 juD^M^. tfffcHLfc^^^jsuL, mmit^m^mzo 

Dip 249-252 "C 

Calc : C 45. 17. H 5. 45. N 23. 04. S 7. 54 
Anal : C 44. 96. H 5. 56. N 22. 90. S 7. 53 

mmm^Q: '^^xmmmmiz^n^^>^-y:cuymmi^m (in vitro) 
C3H/Hej^v«^x (utt ; s-iojii^) 7i)^^mm^miiiL. i%F^s^^mmmm 

0^"a^^) ^^'^^x^l/fcO. 5 ^Yf'DWM\^. 5% COj-f :$'-f^-Tr37'C. 2 

4B#PBiJgaLfc^, i§«^^o. 2T-ri>n^-^-©:7^;i.^--eiEM6iiiUT^ 

^±?f^#feo i§«±?f ^©-f — 7xn>;f7««J. A. Armstrong. Methods 
in Enzymology 78, 381-7(CfSI^0A*-r:t7y-li-r f-J:0^abrco ■r:^cj:t)-^l 
XIO^ cells/'50Ml©vC'Xiilill^iHIS L929^96;^:©ig«y 1/- h T24BtPBli^ 
mk. 50Ml©#|Ri§^±»^»L. Mt24B#PB^^«bfco i^t^iTzK^SttPI^ 
ii^-^-fJl/X^ lOOitil T-^^iDb, '^-1';i/7>^^^44NpPBl-e©,«M14^*^^ 

V ^} ^ himWC^mmX^ . 595nin®®iR^aiJ^-r^c:tTtf^fcc # 
^b'&i^^JltbT. 9-'^>>?;i/-2-:7'9";i'T^y-8-t: Hp4^>^7x::::> (W099- 
28321©|l»!|24®jb^tl) . ##^b^WJ2<hLT, 9-^ > i^;V-2-:7' h ^ S^-8- 
tFP^>'7x:::> (W099-28321®^W!|19©'fb'&tl) , Jti^Mli LTR-837 ( 
-rS^^^rF) , jtl!^fa2<i:LTR-848 (1- {l-\LYu^y-l-:^^)]/^u\iM -2- 

p( h^S/x5^;u-iH-r ^^V'W. 5-c]^y U >-4-7^» ^ffltifc. mziz^it 
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2 





(nM) 




(nM) 




1 




10 


mmmi 


1 




3 


mmmz 


1 


mmmzQ 


30 




10 




3 




3 




10 




1 


mmmzi . 


10 




I 




3 




1 




1 




3 




1 




10 


mmmn 


3 


nmmn 


3 




10 




10 




10 




3 




100 




1 




1 




1 


Ifcil^^l 


300 




1 




3 




3 
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3 



-Oi^-yjioymmm^ (U/ml) 







(ffig/kg) 






0. 01 


0, 03 


0. 1 


0.3 






123+87 


322±95 


623±32 




25 ±17 


388±87 


12ll±263 


2559±495 








353 + 73 


1966±532 








133±33 


473±9 








569±42 


1222±248 








347±149 


845±22 




13±5 


167+97 


725±141 


936±438 










539±107 






89+22 


409±267 


733±256 


^MWi 1 1 






279±177 


568±I60 






• 




31±5 










304 ±138 










570±63 








52±32 


603±147 








251±46 


716±155 


mmmn 




31±23 


183±43 


999±379 










94 ±49 




14±5 


199±84 


383±122 


601±187 






15±8 


290±134 


571 ±164 








2I±9 


332 + 83 








42±7- 


414±118 










403±146 


mt&M2b 


65±52 


151±29 


753±140 


721±299 


mmm26 




121±il 


433±366 


780±190 






14±3 


324+66 


804±274 


mmmn 






186±62 


1462±260 


mm&m 








619±268 








55 + 25 


275±165 






60 ±40 


186±42 


317±160 


tt^m2 






1638+246 


1961±950 



jlMM58: -fyZ-^-l-^mz^n^^ y^-y:x.uymm'^m (in vivo) 
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55^12. 173±6619 U/mK IIWJ27;&M4. 488±6365 U/mK ##^r!l2^n8, 305±5578 

^»J59: h h^^Hjfiim^Mfla (PBMC) t;::fett^-f >^-7 x □ >^^^^ 
^ajHi^^x-C 75iS©*4ijfii^A;iU >JD^Jflib> Lymphoprep™ (NYCOMED P 

HARM AS) ^m\^^rzmm^mm>b^m\z^r)^^^mm (pbmo ^muvrz. n 

m^Mikm RPMI 1640^^1?2lel^^b;t^> 10%C7 ^-fi^ff ifati^Jp RPMI 1640 

±m^Mmmmizj: o miRb, iFNi§^fi&tt©S!i^^i^fc#tf ^ ^T-20'c^T-e 

^i^«#bfco «ft±«4'®k hlFN-aCQ^a^TTv'^AacoSSSELISA sy 
slem^mmLtzo ^4{3M:^^^T. (-) ti^tBRSI?- (1.25 pg/ml) i^i^T. NTH 





(nM) 


0.3 


1 


3 


10 


30 




NT 


5±3 


17±17 


50±33 


61±38 




NT 


5±] 


12±1I 


48±34 


60±33 




7±3 


28±24 


46 ±34 


NT 


NT 




NT 


6±3 


26±22 


56±37 


59±33 








6±5 


NT 


NT 




NT 




7 


23±22 


64 ±40 



■ 



7)V5.-^A^^)V (mill) ^mi&\^^^VXfk^V. 14B^|W|^jT'jiD0^^b 



140 



wo 02/085905 PCT/JP02/03727 



(50 u\) . ^:=.z/^J>G (100 U/ml) , 7.[^Uzfh-^4 (lOOiag/ml 

) <&-^tfRPMi-i64oicMSb. mmjimmm^mmiyrco mmm^mm (sxio^ 

cell/200 jtil/we 11) (c:t3j<7;U:/5 > (0. 5 mg/ml) J;t;^M-&tl^mj]nb 
. 37t:, 5!i; C02#^ETT3BF^m«UfCo ig*±?»4>CD1t'f h;J7-f >«:&ELISA^ 
fciO^Sbfc, IFN-r^cJ:t>lL-4ttTV~>^A&, IL-5Jix> H>?x>&<Z)4^ 
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5 



iL-m^mmrpm a of control) 





(nM) 




0. 1 


1 


10 


100 


y-»-» 4.0-. ft'f ^ 


98 


7 


2 


<1 


it. If- rt 


96 


4 


<1 


<I 






54 


3 


<1 






40 


<1 


<1 






32 


<1 


<1 






106 


23 


2 






53 


1 


<1 






88 . 


9 


1 


^M25 


86 


2 


<1 


<1 






30 


1 


<1 






18 


1 


<1 


itieM2 


90 


24 


1 


<1 








109 


24 




107 


48 


1 


<1 


i% of control) 




mm (nM) 


0. 1 


1 


10 


100 


HM^ji 


116 


41 


16 


15 




98 


37 


14 


12 






91 


32 


15 






77 


24 


10 


ll;ss^i9 




83 


16 


13 


^1i^J20 




106 


71 


19 






97 


23 


15 






115 


50 


18 




102 


31 


13 


13 






68 


20 


12 


imm 1 




54 


15 


10 




106 


73 


18 


10 








92 


69 




99 


79 


16 


11 
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© Cmax is <fc iKTmax^ ^t" . 

&6 



Cmax43 J; ^Tmax 





Dose 


Cmax 


Tmax 




(mg/kg) 


(ng/ml) 


(hr) 


mmmn 


3 


310 


1 




3 


188 


4 




3 


18 


1 




10 


150 


0. 25 




3 


565 


0. 5 


itmn 


3 


90 


0.5 




3 

10 


19 
15 


1 

0. 5 



5. 53%i5'X>^ ( 1 7mm) 1. 75% U >m-:^ h U A («) ^g-g- bsQ^ 
Lfc:M«(pH2.5. 5.5. 7. A) iZit^m^mwV. X^^^-'Cmn- 

OOOrpin. 20iBin)-r-2)o ^©M. iM* ©Ib^tl^^^HPLCT^MLfCo TWz^ 
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7 



(|ig/ml) 





pH 2.5 


pH 5.5 


pH 7.4 




784 


20 


18 




350 


4 


3 




34 


15 


10 


mmm n 


140 


1 


<1 


mmm le 


293 


NT 


NT 


mmm i9 


130 . 


2 


.2 


mmm 20 


8,813 


NT 


NT 


mmm 21 


15, 000 


45 


64 


mmm 22 


>80, 000 


73 


16 


mmm 24 


27. 000 


22 


1 


Hm^J 25 


>1. 000 


5 


3 


mmm 26 


>1. 000 


6 


3 


Hii^j 27 


610 


5 


2 


^iS^J 28 


>1. 000 


8 


4 


mmm 31 


>1. 000 


353 


322 


32 


>1, 000 


82 


25 


1 


26 


<1 


<1 


#%'fb^ti 2 


2 


<1 


<1 



day 0 ^xmav TJCpeT;^^^ XOVA) I mgiiAKOffis 100 mg^^^tsmm 
^yy hmm\^\zl mlS-^b^^^lTV^ day Wzl% OYA^M^^^i^T-y^ 

Hinkelman^feL, ^(D^^^^ > hLTz. *fMi UTSensi. -/Challe. +, CMC- 
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8 





X 10' cells 






. mmmm 




Sensi.- / Challe.+ 


26.22 


15.60 


6.37 


CMC-Na 


319.55 


281.89 


115.08 


HSfe^J 27 O.OOlmg/kg 


383.85 


392.01 


160.04 


27 O.Olmg/kg 


1 86.77 


161.86 


66.08 


MMM27 O.lmg/kg 


46.84 


51.84 


21.16 


Fluticasone O.Olmg/kg 


300.07 


231.84 


94.65 



day Ofc^p^TAysXOVA) 2 ngtkl (QE) i 5 mg^t^t^mU^^''^ XB-S^P^ 
fc500 /il^#b^^^ff day 14^cx-5^;p^isiii^Tlrl msMOOUmm 



9 





:?MflI ( nun) 












0.034 


0.021 


0.009 


HJfe^J 17 4 U g/ear 


0.046 


0.024 


0.010 


17 40 g/ear 


0.048 


0.013 


0.005 


HJfe^lJ 17 400 U g/ear 


0.014 


0.008 


0.003 



S5l5Rencaiffl|jSt5|i(^¥|g::*cJ:DA^)^5xlO^ cells/0.05 ml/fflouseT^l^^fitL 
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X^Umnl^^L (10 ml/kg) . ^rc^^yxmtzKilxlQ* U/0. 1 mlRtKSxlO^ 

@[W] (mm) 2 ©Mb. M^^«[V] {m^)^Mmvrc (Y=LXW2) , ^fc. 
Steel©#aitt!^{c:J: 0 WS^^^^fro fco ^^^fcJ^The SAS system for 
Windows Release 8.01 (SAS Institute Inc.. Cary, NC. USA) ^^mVTco 



'^mu^U\ziif.m^=t:=.:$^~L. Rene 



vrzmmmm(D^i^m (n=6) s iz^ltzo -e©^!^. mmm27(Dit^mRUisii 



iSfe^ttl|3m^*5!50V2944-HM-lilBfla** (;£ © J: D A # ) ^1x10" 
cells/0.05 ml/mouse T^rtSffiLfco #WlO0m, ^>y*'i$'-;V«TTl^^ 

y^izxm^^m^i^tco ^B\zi^mm^^m\ i^m<D^mmm\imm\zfs. 
^.iLoiz^memt-D 3m\z^n. m-^)^ (o.5%CMc-Na7K^?K) . rtsi 

mg/kg©|ligf!l270{b;-&^^. MPl/>5"^ffiViT^$!lMPS-^b (10 ml/kg) . 
^rc5xlO* U/0. 1 ffll/mouse©mIFN-Q!i^#g|5lc^TS-%-bfc. S-^ti4QI5Jc5tHi 

^ay^Lfc, lRlB#{C0^jgmb,fe^©^iE^^iSli^L?to ^fc, Steel©# 
Jtiit:: J; 0 WSH^SSrfro^'to ^^(cJiThe SAS system for Windows 
Release 8.01 (SAS Institute Inc.. Cary. NC, USA) ^^sS^b/t. 
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1 0 









5 


T 'i? 7. > ^ — 7 X □ > a 


5 




0 



llilM250'fb^#J lOmg 

%m eoomg 

250iiig 

XxT'J >^:^;W>''^A Smg 
Il»i27®jb-&tl 20mg 

k Hn+v:/D t°;i/-fe;i/a-x 200Dig 

2id1 

v?^Da;>(i<7> 2ini 
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m M <D m m 

1 . (I) : 



N 
N 

(I) 

31 4R $ n -1) 1 P ^ L < « 2 fl (D ^ X n T ^ ^ ^ ^ 2 S ^ S ^ T- □ ^ ^ S -r 

2. ME-JIS^ (I) {c*5ViT, R'5iSMllicl~807;V^;^S, ^mic2~8©T 

3. SaiB-^iS; (I) (c43ViT, R':dS]^^icl~607;i'4^;i/*lr^-&l|*0^ffl 

4 

o 
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0 , W7^m^'-c$>^mM(DmmM i :®iBmo'fb'&ti= 

1 0. X^^ NH Xtti?^M^T$>^|»^(DlBffl^9S{ClB«®'fb^tlo 

ISO 



■ 

WO 02/085905 PCT/JP02/03727 
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m 1 




(mg / kg. i. t- ) 



1/4 
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m2 



0.1 



0.08 - 



0.06 - 



0.04 - 



0.02 - 



0 




Acetone 
(Placebo) 



40 



400 i/jLg / ear 



Mm 17 



2/4 




3/4 
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